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(54) [5gi«o«iii] u-^^y-f Kf^Miiiaaii 



(57) imm 

C{ki] 



r2 




mHii\(.mW.^. C1.6 7JV^)\ym^j:E^7r-L :X a-C(R 

^)(R«)-x« -NR'-T'«^n§-ffi<DS^5^-r (Rn±7j< 
R'ttTk^n?. 1 mxii 2 m:i±(D^i@ft^^%wr 5 

ci:t,fe5Ci-i2 7;l/4^;l/S*if;g:5^-r) ) T-^^ns 




(2) 



m^mii Tfa<^-«sst:(i): 
lit 11 



r2 




(^4". RU±7j<«ji^xt±Ci-6 yji^jim^^L ; R\ 
^f^figLTt J; < (±l5co^{i^OS±{c 1 fflSfca 2 

m&±(DCi.4 7;i/+;ua^wr 5A\ i 2 m&. 

WLTl^Tfeil^) ;X li-C(R5)(R6)- Xa -NR'-T*S 

7;l/^;US. C3.12 iy^a7)l^)lM. C4-12 S^^>a7 

[if *9 2 ] 11*:^ 1 1 IB^ofk^l^^ 

Cil*«3] 1x5^/1' KftffllllliSgiJT'fe5it««2(C 30 

JB-r 5 ^rt b-b -t^^ L T^af^ffl «:^if -5 4 

[0 0 0 1] 
CO 0 0 2] 

[se*<De«] uf-y^ry^ (tr^svA^) tttr^j^s 
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2 



^>^mmw. 0>jx.tf, i!tra^6i-22047^i:^^-«f'itrfg^ 

• :t7" • • h U- Ooumal of Med 

icinal Chemistry. 1988. Vol. 31. No. 11. p.2182)tC 

[0 0 0 3] 0IJx.Jf. h 7 (a 11 -trans) 

— 7^— 7r5U— (Evans. R.M.. Science. 240, p. 88 

9. 1988) \cmt^V'f-y-(ymv^f^- (rar){cu 

aBSa^ESif^aiB-rsc i:!b^BB6)b^K:*nTi/>5 (Petko 

vich. M., et al.. Nature. 330. pp. 444-450, 1987)o 

X 4-( (5 .6 ,7 ,8-tetrahydro-5 .5 ,8 .8-tetrafflethy 1-2-n 
aphtha lenyl) carbamoyl] benzoic acid: AnSQi&if) fe^ 

i.Ci:*'!^l^^nTI/''5 (Hashimoto. Y.. Cell struc 
t. Funct.. 16, pp. 113-123, 1991; Hashimoto, Y., et 
al., Biochem. Biophys. Res. Commun., 166, pp.1300 

-1307. i99o*^M) o cnp>(o{t-^mi. 

[0 0 0 4] i:<DJ;3«:U^y'i'KJc5*LTMtaW(c(^ 

A^S]S>tlTV>§ (Eyro lies . L . , et a 1 . . Journa 1 of Me , 
dicinal Chemistry, 37(10). pp .1508-1517 , 1994)o — 

y^ymfiEcou^y^ \^(Dim^m^t^^Mic-o\,^ 

T^±{5i:^i:^^A^%^^o mx.l,i^ 1tgfW8-59511 
micli. RXR lyb:fii-tC)it^'^mmV:ffyh'X'&?, 
it^m\ RAR- a U-by ^i-fcM-r Sl^^Wft V iSy K 

3^l$?nTV''5o c:0?KtIJ!|{C{±, 4-[(5.6.7.8-f-h-7 
t Ku-5.5,8,8- xh7;^^;l/-2- ■^7^;l/) A;l/>tC- 
xf-U>7-b^J-;l/*t±gBAm80<Di}-fkSI 

[0 0 0 5] ^fc. *^B^#a. 4-[5H-2,3-(2,5- 

-2 ,5 - 'N+'tJ- y ) -5 - > y [b .e ] [ 1 ,4 ) i:^7 
Hftfy-ll-l';l/] $m§K(HX600) ^:ir<D'^:/V^i^7-lf 

i^>{i:^?%!!i<u^y-< Yo^v^mnimm^^t^mi^n. 

L/fc(Umemiya et al., Cheo.Pharm. Bull.. 43, pp.182 
7-1829, 1995)o uCft-^ii^Of^fflti, RXR -RAR -^r a 



(3) 
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[0 0 0 6] 
CO 0 0 7] 

CO 0 0 8] -rj&tj-s^^H^fcfcntf. TfBo-fisse 

(I): 

C{b2] 




Rt/Rni^n^tlffiiltCTk^lI?. Ci-6 7)l^)V 

ti^mmt -5 ^^{c j± ^-n ^ tt-s^t^ o tr^ rd'r^ 

?:JgfigLTt J; < (±EOSa^«Dli±tc 1 {SSfcli 2 
W bTV^T t i l>) : X -C (R5 ) (R6 ) - Xf± -NR' -T'S 

?n5-<ffi«a^^-r (Sff. RHi7K«g^x{i7j<^s 

aO^S^r^-r S C i: t * 5 5 ^ 1/ > L 6 MOISIpS L < 

it^mao-^^m^T-Ta^m^^^L ; R'«7j<mi^^, i 

7;l/+;l/S. C3-12 ->^'a7;l/+;l/S, C4.12 S/^a7 
;b+;l/«^7;l/+;i/a, «^»^wr-5J:i:tfe57v 
Ci-12 7;l/*y'i';l/». S^S^WTSCi: 
fc35S7D-i';l/S, Xtt«S!a%W-r5<li:fefe57x 

CO 0 0 9] Sfc, *^H^OSiJ«®,1f{c<i;n{f. ±tS{l: 
y Ff^fflraii5^J, Hz7^- U A*> Kf^fflBI 



10 tf)iiA^c,^;§ff*Ne,jitfn?.tis<owx!)a^n F;&#tj 

SIC, ^^^mn^oytmicJ;:*). ±Mit^V!l5Hi^m^ 

Wfci^g^ns^oisi: u^y -I" Fi:%#tyEiSfflffliS 

[0 0 10] 

*3i/>T, R'a7j<^is?xaci-6 7;i/4r7i/a ( rci.6 j 
iii:;&Si^L. *B^*ffl»ffT'ffli/^e.n5flfitJSf«oa?i 

sec-7^;l'S^ tert- 7f-;l/S^i:^ffl</'>S c t 

[GO 1 1] R^ R\ RtfRni^n^naitcTk^M 

Ci-6 TjI^)VM. XtiCi-6 7;l/rJ4^>'S%^-ro 7 
;l/+;l/»ailflg b < ti^glMcDV^-rnT'fe J; < . ^J^ 
tf. ^^;l/a, x^;l/a, n-7"Dt!;l/a, ^vT'Dt!;!/ 
30 n-7^;l/fi^ sec-^^;!/*, tert- 7^;l/»*if* 
ffli/^§ili:A<T'#^o iin?.©^-^, iL{*c6t)tSiiIi^7 
7U*;l/S. m^lS. f y7atf;l/S. tert- 7^;l/a% 

Ci-e 7;l/n4^>'aail^^ 
t < t±^Sii©(/>-rtiT'fe J: < , «im£. F+i/S. 

F*->8. sec-7h + ->S. tert- 7F + i>S^i:^ffl 
t^Sc i:*<T't5o R2Rl>*R3©B3^fiEBti!|ttcffiS^n 

[0 0 12] R2Rt>'R3*^B|gLfcfifi(cBg5-r5«^le: 
tt. * n & tt-^fC^: o TR2 RXfP iim^t 5 7 x x;I/ 

S±(DK^l^?^i:i:ttc5^i^L6M^. »^L<«6 

L 6 MSl±, ^®^±C 1 <SS fctt 2 mX±OCi-4 7 
;l/*;l/S«:WLTi/^Tfei<, 2~4<i<D>«f- 

m X. . R2 st>*R' ti^mm- s 7 x x;i/s©'S y-^y^t 

50 R2SaFR3i:tc<t»3. 5,6.7.8-rF7kFD-^7^by]a 




■^5 ,5 .8 .8-7^ h 5>«^7l/-5 ,6 .7 .8- x h 7 1 KD-f 7 ^ 
[0 0 13] $fc, R2Rt;R3*^*S^LTJgfi!t?n5 5 5: 

2<iJ.;(±©ci-4 7)V^)vmif'^^Lx\,^x^ii<. 
1-6 7;un+'>a, ^NDy>]g?^H®B^a>&i{a$ 

■r'<t^y•tfyiS^cJ:^). 5.6.7,8--f b^H Fp7>K 
'7'il-)i'm. 5.5.8.8-xh7;^5^;l/-5.6,7.8- rh^H 

[0 0 1 4] X ti-C(R5)(RM- -N(R')-T'S^n^ 

mmmtLxii. m^i£. ci-s 7;b+;i/a. ci-b 7 

*;1'>-P4^i/;1/S. Ci-e 7;l/n4^S/:^;l/4<r:;l/ 
Ci.6 7;b+;l/A;l/4<-;US, S^gL<ttMS^O 
75yaS:if^ffll/^5<lf:3b<T*$5*^ Cinc.©3-6, 
Ci-6 7;l/4^;l/S. Ci-6 7;l'3+s/S, X«7j<Sia!bWS 30 

Li/\ K7x^;l/S±cDB^S©{il!(Rr;«^{aBtt1f 

[0 0 15] R6 3bW5ai^L6*OiaifPgb<t±^S§ 

7V-JI-U -(Jim. i-T-h^wji^mfiEo-^mm^ 

tf, Ci-6 7;l/+;l/a. Ci-6 7;l/r]4^i/S, tKKS, /nd 
C1.6 7;l/3:^^iy*;i/>i?-;i/S, Ci-6 7;l/4^;l/*;l/4-* 
l{i*fc«2<iJ-;U:WLTI/^TtJ;i/^ ■^S^'NxPJi so 
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[0 0 1 6] R'tt7j<mM?^. lfflXH2ffli;^±(D^ISiRl 

Sg^^*-r5iii:tfeS Ci-12 7;!/+;ua. C3-.2 iy^ 
a7)V=^)Vm. C4-12 >'i7P7;l/4^;l/B^7;l/+;l/a, 
B^a^W-ri)Ci:fefe§7-7;l/4^;l/X. Ci-12 7;l/A 
/'C^l/Ss agS»«:Wrs<:i:tfe57D^'m 

9^m^^t^cti,&^7ji=.?im^^s.to ci-12 7 

;I/+;USt±illIg L < li^mm^'tnX'^ o T t J: 

< . 1 mxii 2m±®Tiaa*s^^wLTu^Tt<j: 
^fis?pis^i:LT imxiizm&it<o-mm-^t i 

ma 2m±®H«ig^i:^iii*L^fc-d:TWtTi/^T 

-a^s^az-s!x«E-S(Di/>-rnT't<j:v\ c 

3-12 iy^u7)l^)imtLXt,i. m^l£. iy^afa\^ 

;l/:^;l/ati^cDS±lC 1 {SXli 2{it(±<D7;l/:^^;l/»* 
WLTi/''Tt J;i/''o C4.12 v'^P7;l/4^;l/B^7;l/+;l/ 
at tTti> ±IB<0i:/i>D7;l/4^;l/aA^B^Lfc7;P+ 
Jl^m. »«L<«->i?P7;b+;l/«^i.4 7;U+;ba, 
fi^a^tf , i7 D 7p e ^;I/a^ if ?rffl 5 (1 i: *^T- 

[0 0 17] 7v;i/4^;i/Si:LTa, m^t,£. 
a, ■f7^;l/;>«^;bS. fer7xr:;l/;)t^;I/a, 7x*^ 
;l/aft E^mif?> ii jb^T'ff 5o «^7 ^;l/+;l'Slcfc 

v^T7 'J -;i'a±tc??a-r s i fflxa 2 mi;A±(Dmmm 

LLXit. m^i£. Ci-6 7;l/+;i/Ss Ci-e 7;l/3+i/ 
a, Tk^Ss /Npy>jl?, MpyyfbCi-6 7;l/+;i/ 
a, *;b3p+>';i/ax Ci-6 7;U34^>'A;i/jP-;i/a> c 
1-6 7;l'^;I/:d;l/#::^;l/S. H^eL<{i^B^©7^ 
y a^ H^ffl 1/ ^ c A^T' ^ § o 
[0 0 18] Ci-12 7;l/Ayi';l'ai:LT«. 
7-tr^;ba, 7'P7V'r;l/a, 7^'/'f';baSi:%fflv^ 
5i:i:*^T't. 7u^)VStLXi,i. m^i£. ^yi/f 
;l/a. :f7h-r;l/a5:i:^ffl(/^SCi:3b^T'#Sc H^7 
p^;I/a{ct3l/>T7'J-;l/S±tc#ffi-r5 ima2fi 
JM±®B^ai:LTt±. P^tf. Ci-6 7)l^)m. Ci-6 
7;l/=i+t/ax TkSEa. Mpy-y|g?. 7Npyy{bCi-6 
7;l/4^;ba^ :^3;l/>t*4^->;l'a. Ci-e 7;l/n4^>/:!!3;U4->::: 

;i/a. Ci-6 7;^*;^*;^4-^-;l/S, ■^gL<{i^a^ 

<D75ya^:if^fflt/^5i:i:3b<T't5, B^a^^-fS 
7 x:i;I/ScD 1 X« 2 tLh©B^a«.±IEOfiSSaA^P. 

[0 0 19] R'*^fi^a?:ff-r57x:i;l/a*^-rJi 
KSLfc{4BtC2<iOCi-6 7;l/+;ba^^-r-57x 

-;i/aA^»jii?fet), i?5g-rs2<i<Dc.-6 7;i/+;i/a*^ 

©ii±fc5P.(c l<@$fttt2{ifeU:©Ci-4 7;l/+;l/a, 




(5) 



;<5^;l/S?:WbTi'>TfcJ;i/>„ 0i|xt±\ R'i:bT5.6.7. 
8--r h7t KD-?-7^Uy-2- ^)im. 5.5,8.8-xh5 
>«^;l/-5.6.7.8- -r h^fc Fa±7^'U'y-2- -r^US* 

[0 0 2 0] *%0^<Dfk^!t^tc«. mmam^tzimm 

5 >m if (DW*i7 5 ViSS if ^ffl -5 C h }6^T- 1 -i. o 
[00 2 1] *^0^®{b^tlti 1 fSSfcrfi 2mi(±(7):^ 

ft. i/'7XxU;^-S14{*OflE^O?g^tl^i:t±x V^-fti 
fe*^s^<DfBHtc^#Sn5o Sfc. lfflXti2mJi 20 
®z:«ig^tca^< ffiiiC^iRjSttft t*58H^OlBHt 

5. 

[0 0 2 2] ±iB-flSS(I) T-5^^n5*^W£0{l:^!|^ 
[0 0 2 3] 

[fb3] 




R5 R« R»3 

DMOIO H H H 

DM011 H H OH 

DM012 OH H H 

DM013 H H OCH3 

DM014 H H N(CH3)2 

DM015 H -OCHzCHzO- 

DM016 H H OCH2CH2-N 



OH 




DM040 

[0 0 2 4] 
[ft 4] 



40 



50 



(6) 









u 




Y' 


DMQ20 


CH2 


DMQ21 


0 



'COOH 



DMQ22 NCH3 
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10 






R* 


Y2 




DM030 


H 


c 


N 


DM032 


H 


c 


C 




CH3 


c 


N 




DM031 {TLc&m^m^m 

DM036 (TLCiSffi14^tt<^) 




COOH 



DM033 (TLCfi^Stt^ttf^) 
[0 0 2 5] [fbS] 



40 



50 



(7) 
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11 



12 



[0 0 2 6] 











R* 


R' 


DAOlO 


H 


H 


DA040 


H 


CH2C6H5 


DAOll 


H 


CH3 


DA041 


H 




DA012 


H 


C2H5 


DA042 


H 


CH2C6H4-P-CF3 


DA013 


H 




DA045 


H 




DA014 


H 




DA046 


H 




DA015 


H 


it-CsHfi 


DA(M8 


H 


OH2"2^l()H7 


DA016 


H 




DA112 


CH3 


C2H5 


DA017 


H 


n-C7Hi5 


DAU3 


CH3 




DA018 


H 




DA114 


CH3 




DAOlO 


H 


CHjCaCH 


DA120 


CH3 




DA021 


H 




DA121 


CH3 


CH2CH=CH2 


DAa22 


H 




DA122 


CH3 




DAOM 


H 


C-C3H5 


DA123 


CH3 


C-C3H7 


DA024 


H 


CHjCi^CjHs) 


DA124 


CH3 




DA025 


H 


CH2CH(CH3)2 


DA125 


CH3 


CH2CH(CH3)2 


DA028 




CH2CH=C(CH3)2 


DA130 


CH3 


CHjCc-QHt) 


DA030 


H 




DA162 




C2H5 


DA036 


H 




DA163 

20 


A*03H<^ 






DA212 
DA213 
DAJ222 
DA223 
DA224 
DA230 



COOH 



R-C3H7 

tIO-C3H7 
C-C3H5 

CHjCc-CsHs) 




C{t6] 



DAOSl CH3 

DA055 CsHj 

DA0S8 CjH^-p-COOH 



COOH 




COOH 



TAOOl 

[0 0 2 7] ^mmm<ommmiai^ *%b^os(i) ic 



40 



[0 0 2 8] ±IES(I) T'^^n5*^0^«Dfb^»ib 



so 



TA012 

[0 0 2 9] ±IES(I) T'^^nsW^Ofb^l^Od 




(8) 



13 

tcm-^iai. i^i-y-(h- (Dammit (f^:gwftt«Di:L 
rm^^itim. mmmmi&mim. Ris^^mmm 

[0030] se^T. u^y-t'yiE^uf-y-o^it© 

4tlfgtt^W-rS{b^*!!I (fiJiJ^tf, 4-[(5.6.7.8-tetrah 

ydro-5 ,5 ,8 .S-tetramethy 1-2-naphtha lenyl) carbamoyl] 
benzoic acid: AmSO^H) ^a^fSb^'y-l' K^s tl io 

So 

[0 0 3 1] tfc. u^y'i'K^±ia;^sojfeSRt>v 

♦ ^— z^— "77 5 U— (Evans, R.M.. Science. 240. 

p. 889, 1988) icmt^ly-t^^- (^^rtU-fe^^-) 

§<ii:fcT'#5o fi»J^{f> MS-IB. KMSEfbiS. JftBlifii so 
[0 0 3 2] $fc. ±IHS(I) T'S?n-5*^BJ©fk^ 

-b:/"^- • x--'<-775 'J-{^:Js•rs;KF«^^■b:/^- 
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14 



[0 0 3 3] *^B^©{k^fe?:E^i:LTffll.^^^^{C 
Stfns IfflSfcti2ffl«±(D?%K;&^cD^fiS4LT 

»$b<«. ±.immn<D].m^tzitzm.^x 

LTS4-r§C^AW$Li.\ Sfc. l/5^yi'y^;S:if 
[0 0 3 4] SnS^tcig-rsE^fflfflfigl^i: LTti. 

Kmt^mw^mitLx\,i. mTm. am im 
m\s ®A^k i^mi m^ni ^u-a 

r>^mmmmsmt\.x\t. mx\,i. mmm. mmmii 

[0 0 3 5] *fgB^OE^<DS#«{i1tJcll^?n-r. 

ISi:*f|B^(DE^i:^Wfflbi:b^y'i' F©<^ffl^iili5 
tSi^^, feSlHi, b^y-i" K3&^tfES^«ffl-<i:-f 

{c. 4f*F*9tKt#fe-r5u^y'ryKo<tfflragi5©fc 

SPja4<0^^tCttfiStA-BSfc») 0.01 -l.OOOmgg 

t Lx-^tsm.mt^^moym.mt^mmt^m'^icii. 
(Dmm<D\,^ttiic:is\^^xi>:^mM<Dmm^^^t^ct 

[0 0 3 6] 

ittB^-r 5 *v *^BjoiBH{±Ti2©^fifsey(D®H(ci5gs 
•s[n?>ctiirjn,\ i:AT<Dmmmx'mmtircmjt^m 

m^<Dit^^m^icMfciLx\^^?>o 

[0 0 3 7] 
[fb7] 



so 





40 



50 



(10) 



0-33 86 58 



17 



1-2 



,6-trimetbyIpyridiite 
Ua/DMF 



0 



NaOH/BcOH 




m-3 



18 



R5 




m.lR^=OH 

ra-2R^=a 

0 
1 rSf 




:ooH 




DM020 



NaOH/EtOH 



H, 



ni-4 



DM030 



[003 9] 



[ft 9] 




OH 



Br 



Ij J l)Mg/THF I^L^Y^Vy tetrzole/H2S04 



IV-l 



IV-2 




NaOH/EtOH 




COOH 



IV-3 



DM033 




V.1R = H 
V-2R = CH3 



1) (CH3)2S04 / K2CO3 / 2-butaiiQne 

2) Aia3/CH2a2 



CH 



aoc 




:oocH3 



1) p.(CH3CXM20)PliMgBr f JHP 



2) HayTHF 

3) PkM:/EtOH/H2 




NaOH/EtOH 



1 

CHaCr^ ^ ^COOCHj CH3O 

V-4 R^ = OH, = OCH2OCH3 
V-5R^ = OH.r2*=OH 
V-6R^ = H,r2UOH 




COOH 



DM040 



[0040] 



[fki 0] 



50 



(11) 



^#gfl¥l 0-3 3 8 6 5 8 



19 



20 




NH2 I 



VI-1 



COOC2H5 



Pd2(dba)|, BINAP 
lerf-BuONa, dry toluene 



NaH»RM(orR''.Br) 




KOHaq/EtOH 



C0CX<iH5 
KOHoq/EtOH 



COOH 



VU-l 



1) HN03.H2S04,AC20 

2) H2,Pd-C 




I 



.OOC2H5 




Vn.2R2^ = N02 



1) NaH.RM(orR^-Br) 

2) KOHaq/EtOH 



Pd2(dba)3. BINAP 
rt-BuONa, dry toluene 



vn-4 




OOH 




COOC2HS 



vni'i 



NaH,R^-I(orR^-Br) 



Pd2(dba)3, BINAP ^ ^ "COOC2H5 

/tfit-BuONa, dry toluene — I— 




[0 0 4 1] 1591 : 4-[(5.6,7,8--rh'7t:FD-5.5.8,8 
- Th^>^^;l/-t7^uy>2- ^;l/)7x-;Mf';l/l 

5.6.7.8--r h-^h KD.5.5.8.8- "rVy^^Jl^i-y^X^ 
y(i-u 10.0 g) i:t/>if*;i"rU7^;l/iE^D^><K 
(10.0 g) <r>mt:^=}'\yy (100 mi) ^iStcT 
^fL7;l/5^^A (14.3 g) ^f$o< t)i:ia^fcm. S 
igTT'3^Pcgmi$Lfco JKfSS^fe^7K^#tyiS^7k?g so 



vra-2 



COOH 




COOH 



SU S4^i/U*^^;l/;?3^Ai7Dvh^-^7^- (n- 
'^+'9->:»Kx^;l/= 4 : ntCctOfflSU 4-[(5.6. 
T^S-xh-^H Kp-5,5,8.8- X h'5><f-;l/^7^ U^^Z 

1-2. 11.2 g)^%fCo 

»H>NMR (400 MHz. CDC la) 8.15 (2H . d. J=8 Hz) . 7.83 
(2H. d. J=8 Hz) . 7.79(1H. d, J=2 Hz) . 7.54 (IH. d 




(12) 
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d . J=8 . 2 Hz) . 7 .41 (IH , d . J=8 Hz) , 3 .95 (3H . s) . 
1 .73 (4H, s) . 1 .32 (6H . s) . 1 .29 (6H . s) . 
Co 0 4 2] (4.99 g)(pM7kTHF (30 m 

-"^-limW. (IM mi^m. 14.3 ml):&»^o< OJSTL 

(n-'N^-y-y :PKx5^;l.= 5: l)tJ;t)»^U 4- 
[7xx;l/-(5,6,7,8--r h^t: Kd-5,5,8.8- xh-7;'< io 

^;>{^;l/XX-r;l'(I-3. 4.45 g) ^t#fCo 

'H-NMR (90 MHz, CDCI3) 7.96 (2H. d. J=8 Hz) . 7.42 

(2H . d , J=8 Hz) . 7 .37-6 .81 (8H , m) . 3 .89 (3H . s) . 
2.85 (IH. s). 1.66 (4H. s) , 1.27 (6H. s) . 1.14 (6 
H. s) . 

CO 0 4 3] it^l-S (4.0 g) Ox^fy-;l/}g^. (22 

0 ml) tCPd-C (0.5 g)^m^. Tk^^H^TtgfiTMe 

mmricmm^m^Lrco f»p>nfcss;g:5r4x-x;i/ 20 

t?SlSSbT> 4-[(5.6.7.8-rh5t.KD-5,5,8.8- X 

#^^g^;l/xxx;l' (1-4, 1.47 g)«:f#fco 

'H-NMR (90 MHz, CDCI3) 7.94 (2H. d. J=8 Hz) , 7.44- 
6 .69 (lOH . m) . 5 .51 (IH , s) . 3 .89 (3 H , s) , 1 .66 
(4 H. s). 1.26 (6 H. s). 1.16 (6 H. s). 

[0 0 4 43 {t:#!|^ 1-4 (1.30 g)(OJi^y-jvmm (60 

Bl)tC. 3.5 M imit-tV'J'^L.ymm (4.5 nil) ^iP 

eolCT'i .5 f^mmnhrcc i^fS.m^ms.Ticm^ 

^ItJCTk^rto^TO "ClC?taL:&3b^e.6 N iSKt?^ 30 

^l/T'^i^tTDMOlO (0.59 g)^fffCo 
'H-NMR (400 MHz. CDCb) 7.98 (2H. d. J=8 Hz) , 7.30 
-7.16 (6H, m). 7.09 (2H. d, J=7 Hz), 7.01 (IH, d, 
J=2 Hz) , 6 .79 (IH , dd , J=8 . 2 Hz) , 5 .50 (IH ,s) , 1 . 
65 (4H , s) . 1 .25 (6H , s) , 1 .16 (6H , s) . 
CO 0 4 5] mZ : 4-14- t KD+i/7xX;l'-(5.6,7, 
8-xh^t Ka-5 .5,8.8- xb7>J^;l'-?-7i'U>'-2- 

-Y;!/) $SSK(dmoii) (om& (7.^-2^2) 

7k^^T^ (8.10 g)<^)^7j<THF (50 ml) 40 

^-(5.0 g) <D^'UX-v-;l/?g}S (THF. 20 ml) ^r»$o< 

>':WgEx^;l/= 3: OtciO^SU fl:^?^ll-i (7. 

50 g) ^mtco 

'H-NMR (90 MHz. CDCI3) 7.97 (2H. d. J=8 Hz) . 7.40 

(2H. d, J=8 Hz). 7.3-6.8 (7H, o) . 5.18 (2H. s) . 3. 
90 (3H. s). 3.47 (3H. s) . 2.75 (IH. s) , 1.69(4H. so 
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s). 1.25 (6H. s), 1.15 (6H, s) . 
[0 0 4 6] {k^fell-l (1.81 g) cDx^/-;l/jg^ 
(100 ml) (ilPd-C (0.45 g) ^griPA, 7j<^^ffl^T(cM 

JSUfcm, 2gJETT'jgji^S*LT{b^*SlII-2 (0.76 

g) ^mco 

'H-NMR (90 MHz. CDC Is) 7.93 (2H . d, J=8 Hz) , 7.53- 
6.69 (7H. a) . 7.18 (2H. d. J=8 Hz) . 5.46 (IH. s) . 

5 .15 (2H , s) . 3 .89 (3H , s) , 3 .47 (3H , s) , 1 .66 (4 
H, s) , 1.26 (6H, s) , 1.16 (6H. s) . 

Coo 4 7] {k^^^II-2 (0.75 g) (D)<^y-)V^m 
(60 laDfc. mWkZm^tU^. 40-50 lCtllD^UT9.5 

x^;l/- 3: DtCitJa^L, (0.63 g) ^ 

'H-NMR (90 MHz. CDCh) 7.93 (2H. d. J=8 Hz) . 7.37- 

6 .62 (9H . m) . 5 .44 (IH , s) , 5 .20 (IH . br s) . 3 .89 
(3H , s) , 1 .65 (4H , s) , 1 .25 (6H , s) . 1 .16 (6H , s) . 

[0 0 4 8] {L^^^II-3 (0.60 g) ©X:5fy-;l/?g^ 
(10 ml){C. 2.7 N ymit-ThV^Jx^f^m (2 ml) * 
j]a^. 60*CT'2^H«j$Lfco Sf6?g?^^METzi*i 

u n&cyk^tia^. 0 °ctc?^aiL^*^e.6 n um^tu 
^xm^^^m&icLfzo ufffiLfdarB^5SijL. 7J<T' 

J;<jftj^Lfem. j^ETT'^j^Lfeo COi^rH^&S^x^ 
;l/x— 5fSx— ■f;b3b'>F,flSeSLTDM0ll (0.40 

g)^t#fCo 

'H-NMR (400 MHz, CDC Is) 8.01 (2H. d, J=8 Hz), 7.22 

(2H, d. J=8 Hz). 7.19(1H. d. J=8 Hz). 7.00 (IH. 
d , J=2 Hz) . 6 .97 (2H , d , J=8 Hz) . 6 .79 (IH .dd . J= 
8 , 2 Hz) . 6 .76 (2H . d , J=8 Hz) . 5 .46 (IH , s) . 1 .66 
(4H, s). 1.23 (6H, s). 1.16 (6H , s) . 
[0 0 4 9] ms : 4-[7x::i;l/-(5,6.7.8-rh^t K 
n-5.5.8,8- f-h7><^;l/-:^7^l^>-2- -^Jl) b Kn 
+>';<^;l/] $mS^(DM012) OSjg (X^^-Al) 
{t^*^I-3 (2.0 g) <Ox^/-;l/^?£ (30 ml)lc, 7m. 

iti-hv^i^ (0.60 g) coTk^m (5 ml) ^m^. mso 

U ^mk. E?Ax— f;l/i?i5fejf bTDM0i2 (1.2 g) ^ 

'H-NMR (400 MHz. CDCb) 7.88 (2H. d. J=8 Hz). 7.38 
-7.20 (8H. m), 7.15 (IH. d, J=2 Hz). 6.89 (IH. d. 
J=8, 2 Hz), 6.46 (IH. s) . 1.65 (4H. s) , 1.22(6H. 
s) . 1 .10 (6H, s) . 
CO 0 5 0] m4 : 4-[4-;)« h+>'7xx;l/-(5 ,6,7,8- 
Kn-5,5,8.8- Th-7>«^;l/-^-7^U> -2-^ 
)V) (DM013)©Sjg 

it-&m-2m I mm) tp-yu^7-y-)i^iH^^n 
mi icBm(o:^mc'ijt^\ dmoi3 ^mrco 
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»H-NMR (400 MHz. CDCh) 12.82 (IH . br s) . 7.87 (2 
H. d. J=8 Hz) . 7.24-7.18 (3H . m) . 7.07 (IH. s) . 7. 
03 (2H. d. J=8 Hz) . 6.88 (2H. d. J=8 Hz) . 6.83 (1 
H , d . >8 Hz) . 5 .54 (IH . s) . 3 .72 (3H . s) . 1 .61 (4 

H. s). 1.21 (6H. s). 1.14 (3H. s) . 1.13 (3H . s) . 
[0 0 5 1] 0IJ5 :4-[4- >^pi^;l/7^y7x-;l/-(5. 

6 .7 .8-x h t: Fd -5 .5 .8 .8- X h ;^ 7 
-2- >r;l/) $m§K(DM014) (Dgjg 

{k'&*Sll-2 t4-7'P^-N.N- S/;?<^;l/7-U>^tt}^lg 
5^i:L. ^1) UcE«073ffi^cSei/\ DM014 ;&t#/co io 
iH-NMR (400 MHz. CDCh) 8.00 (2H. d. J=8 Hz) . 7.24 

(2H. d. J=8 Hz). 7.18(1H. d. J=8 Hz). 7.03 (IH. 
d. >2 Hz) . 6.97 (2H. d. J=9 Hz) . 6.81 (IH.dd. J= 
8 . 2 Hz) . 6 .68 (2H . d . J=9 Hz) , 5 .43 (IH . s) . 2 .9 
2 (6H. s). 1.65(4H. s) . 1.25 (6H. s) . 1.17 (3H. s) 

. 1.16 (3H. s) . 

CO 0 5 2] 0IJ6 :4-[3.4- ;?«^byi/*:t+i>'7x-;l/ 
-(5.6,7.8-xh5li Kn-5.5.8.8- -r ^^^^;l/:^7^ 
U>-2- -Y;!/) (DM015) ^Dfiig 

{l:^*&I-2 i:4-7^Pt-1.2-(^^U>>^;i-4^>^) -<>-tf 20 

y^tmgg^istiiu m\\ri%^moynmiZ.w^\ dmoi5 * 

^H-NMR (400 MHz. CDCb) 8.01 (2H. d, J=8 Hz). 7.23 
(2H. d. J=8 Hz). 7.20(1H. d. J=8 Hz), 7.01 (IH . 

d. J=2 Hz). 6.80 (IH. dd. J=8 , 2 Hz). 6.73 (IH. d, 
J=8 Hz). 6.59 (IH. d. J=2 Hz). 6.57 (IH. dd. J=8. 
2 Hz). 5.93 (2H. s) . 5.44 (IH . s) . 1.66 (4H. s) . 

I. 26 (6H. s) . 1.18 (3H. s) , 1.17 (3H .s) . 

[0 0 5 3] mi :4-[4-[2-(l- tfnUv^:i;l/) xh4^ 

7x-;l'-(5.6.7.8-'r h^t: KP-5.5.8.8- -r h-^ 3o 
^^;l/-:h7i5fUy-2- >f;l/) SSS^ (DM016) 

i:i-[2-(4-rD^r7x/4^i>) x^;l/] Mu 
U Vyit^^m^h L. m 1 JcE«tD:&}StcfieoTDMoi 

6 n:%f^o 

»H-NMR (400 MHz. CDCla + DMS0-d6) 12.28 (IH . br 
s) . 7 .94 (2H . d . J=8 Hz) . 7 .18 (IH . d , J=8 Hz) . 
7.17 (2H. d. J=8 Hz) . 7.03 (2H. d. J=9 Hz) . 7.01 
(IH. d. J=2 Hz) . 6.85 (2H, d. J=9 Hz) . 6.78 (IH, d 
d. >8. 2 Hz). 5.45(1H. s) . 4.48 (2H . t. J=5 Hz). 4o 
3.76 (2H. br s) . 3.54 (IH . t. J=5 Hz) . 3.11 (2H . b 
r s) , 2.14 (4H. br s) . 1 .66 (4H. s) . 1 .25 (6H. 
s). 1.17 (3H.s) , 1.16 {3H. s) . 
[0 0 5 4] ^J8 : 4-[(5.6,7.8-xh5^li Fn-5.5.8.8 
- x h'^^^;V:f7^?UV2-^;l/) tf^ U S/V >^ 

(DM020) (DSaig (X4^-i:,3) 
(5.0 g) (200 ml) tc. ^ 

STT*7k^fl:*'i7^':^bU'>A (0.60 g) ^:i4>o< »:)1id 
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^i|^III-l (5.10 g)^?#fco 

»H-NMR (400 MHz. CDCb) 7.90 (2H . d. >8 Hz) . 7.47 

(2H. d. J=8 Hz) . 7.29(1H. d. J=2 Hz) . 7.25 (IH. 
d. J=8 Hz) . 7.04 (IH. dd. J=8. 2 Hz) . 5.82 (IH. d. 

J=3 Hz) . 3.89 (3H. s) . 2.34 (IH. d. >3 Hz) . 1.66 

(4H, s). 1.23-1.26 (12H. m) . 

[0 0 5 5] fk^felll-l (5.10 g). 2.4,6-hU><?-;l/ 
\i^)Vy{lA g) . U^»>A^7D^><K(0.74 g)OM7ic 
i/V^;l/d-^;l/^75 K(DMF) ^fS(30 ml) tC, MSTT' 

^^:/X;l/7;^--;l/i'u-5-f' K(2.o g) ^»$o<'9i:iD 
AfcSx SlSig^1^^^>^tCllDSLT*550''CT3^r^a 

A^n*Th^*^7^-(n-^^'it> : B^^x^;l/= 4: 

l)TfiSLTfl:'&1%III-2 (2.4 g) -^ntco 

»H-NMR (400 MHz. CDCI3) 8.02 (2H. d. J=8 Hz) , 7.51 

(2H, d. J=8 Hz). 7.30(1H, d. J=2 Hz). 7.26 (IH . 
d. J=8 Hz). 7.09 (IH. dd . J=8 . 2 Hz). 6.11 (IH. 
s) . 3 .91 (3H , s) , 1 .67 (4H , s) . 1 .26 (6H . s) . 1 .23 

(6H . s) . 

[0 0 5 6] {l:^!|%iii-2 (1.001 g) . e^us;y(o.6 

91 g) . i^®;^U^A (1.175 g) 0^7j<DMF m 
1) ^^90rtCT3^P^ffii$Lfco Wm^nn\.X 

iM^xz.'A^^ KKx^;i/TttmLfco w&r^\z.mm: 

e*U SS^i/U*y;l/*^Ai7avF^-^7^- 
(n--\+1ty : B^^x^;|x= 8 : l)(c J: OffiSL. 

1^111-3 (0.844 g) m^Tzo 

^H-NMR (400 MHz, CDCb) 7.93 (2H . d. J=8 Hz) . 7.48 
(2H. d. J=8 Hz). 7.28(1H. d. J=2 Hz), 7.14 (IH . 

d, J=8 Hz) . 7.03 (IH. dd. J=8, 2 Hz) , 4.21 (IH. 

s) . 3 .87 (3H . s) . 2 .23 (4H . m) . 1 .62 (4H . s) . 1 .55 
(4H. m). 1.42 (2H. m) . 1.23 (6H. s) . 1.21 (6H. 

s). 

[0 0 5 7] ±I2xXt;1/ (0.844 g) (DX^y-;l/}gJg 
(10 ml) N im\\^'fY')^l^imm (I.2 mi) ;&iP 

^T5o^Tmr^affLfco K^^^^^w&Tim 
^'SiLfco jg^iKj^B^Kx^;i/TaaiL. Mwmm± 

Jg^LTt#6nfcSS*5fflx-x;bTSjfSp°pL. DM02 
0 (0.756 g) ^fffco 

»H-NMR (400 MHz. CDCb) 8.08 (2H. d. J=8 Hz) . 7.64 
(2H. d. J=8 Hz). 7.40(1H. d. J=2 Hz). 7.20 (IH . d 

d. >8. 2 Hz). 7.17 (IH. d. J=8 Hz). 4.47 (IH. s) . 
2 .59 (4H . m) . 1 .70 (4H . ra) . 1 .61 (4H . s) . 1 .48 (2 

H. m). 1.21 (6H. s). 1.19 (6H . s) . 
CO 0 5 8] ^119 : 4-[(5.6.7.8--r F^t KD-5.5.8.8 

r h5>«f-;l/-t7^U>-2- -f;!/) ^:;l/5^'J/>^^7^] 

SmS^ (DM021) OSJg 

{t^1%iii-2 i:^;l/7:i-U>^ffi%^5|^f:U 0B8tclB 

it^?)7jffitC6eV\ DM021 ^rfffco 
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^H-NMR (400 MHz. CDCb) 8.01 (2H . d. J=8 Hz). 7.55 
(2H. d. J=8 Hz). 7.30(IH. d. J=2 Hz). 7.17 (IH . 

d. J=8 Hz) , 7.08 (IH. dd. J=8. 2 Hz) . 4.22 (IH . 

s) . 3 .72 (4H . m) . 2 .38 (4H . m) . 1 .62 (4H . s) . 1 .24 
(3H. s) . 1 .23 (3H. s) . 1 .21 (6H . s) . 
[0 0 5 9] ^JlO : 4-[(5.6.7.8-xh^ll Kn-5,5.8,8 

- X h^^5^;b-^-7^5?U>-2- ^;l/)-(4- p«^;l/tf-^5 

s;y.u ^ji) $ms^(DM022) omm 

msicmm(Dy5mc'<}ti\ DM022 ^mtco 10 

^H-NMR (400 MHz. CDCb) 7.92 (2H. d. J=8 Hz). 7.37 
(2H. d. J=8 Hz). 7.27(1H. d. J=l .5 Hz), 7.15 (IH, 
d. J=8 Hz) , 7.08 (IH. dd. J=8. 1 .5 Hz) . 4.32 (1 

H , s) . 2 .87 (4H . br s) . 2 .55 (4H . br s) . 2 .52 (3H , 
s). 1.62 (4H. s), 1.21 (12H, s) . 
CO 0 6 0] eUll : 4-[(5,6.7.8--rh^t: Fp-5.5,8,8 

- x^^^^;l/:^7^5^^'y-2- >r;l/)-(i.2.4. hVTV 

-;I/.l- ^Jl) $mS^(DM030) (DffiiJg (7.:^ 

-A3) 

^i^mmmmnTi:7miti- hvoi. (r4*6o% . o . 1 1 20 

giCDMykMP (20 ml)^?StC1.2,4-hUTV^-;l/ (0.17 

g) ^ssTt^iip^. '^mrsmwLrcik. {i:^tiiii-2 

(1.0 g) ^iu^Tco coSJS?iS^^^tciD^L. mm 

i^mmLxit^mn-A (0.81 g ) ^mtco 

^H-NMR (400 MHz, CDCb) 8.05 (2H , d. J=8 Hz). 8.04 
(IH. s). 7.92 (IH, s). 7.28 (IH. d. J=8 Hz). 7.18 
(2H. d. J=8 Hz). 7.10 (IH . d. J=2 Hz), 6.90(1H. d 30 

d . J=8 . 2 Hz) . 6 .73 (IH . s) . 3 .92 (3H . s) . 1 .67 (4 

H . s) . 1 .26 (6H . s) . 1 ,20 (3H . s) . 1 .17 (3H . s) . 
Co 0 6 1] it^mUA (0.80 g)<DX^y-;l/?g^(l 

0 ml) Kymiti-WyLiO.ZA g)(07icmm (3 mi) ^ 

BMMLs S45:5?fix— r;l/T'?ft}^LTDM030 (0.53 

^H-NMR (400 MHz. CDCb) 8.09 (2H . d. J=8 Hz). 8.07 40 
(IH. s) . 7.98 (IH. s) . 7.30 (IH. d. >8 Hz) . 7.19 
(2H. d. J=8 Hz). 7.12 (IH. d. J=2 Hz). 6.89(1H. 
d. J=8. 2 Hz) . 6.75 (IH. s) . 1 .68 (4H. s) . 1 .27 (3 
H . s) . 1 .26 (3H ,s) . 1 .21 (3H . s) . 1 .17 (3H . s) . 
Co 0 6 2] ejJl2 : 4-[(5.6.7.8-xh^tl Kd-5.5.8.8 

- x h5^f';l/:^7i>b>-2- -f;I/)-xh'^!/-r;l/><^ 

)]/] $MS^(DM031t5c}:tfDM036 ) ^D^jg 
it-^mUA (3.0 g) (DmmMimil& (50ml)tC IH-xh 

^v^-;i/(i.87 g). mmM5m^iju^rmux2mrsm 
WLtco ^^sm^7k7k^{ci^^. 7mit'rhv^L.7ki^ so 
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SU S$^>^U*y;l/A^A^DVhif^7^- (n- 

^dd4-n;UA=1:1oi^T0:1)^cJ:!51B^L 
T. 4-[(5.6.7,8-xh'7l:HP-5 .5.8.8- xh^;^^;!/ 

^;l/XX-r;l/fD 2«0^tti*(TLCfglittxX'r;b 0.810 
gt5J:tfTLC SSttxXT;b 1.50 g)^l#/Co 
CO 0 6 3] {6gttx;^x;b : >H-NMR (400 MHz. CDC 

b) 8.57 (IH. s). 8.03 (2H . d. >8 Hz). 7.31 (2H . 

d . J=8 Hz) . 7 .31 (IH , s) . 7 .29 (IH . d , J=8 Hz) . 7 . 

19 (IH.d. >2 Hz). 7.01 (IH. dd. >8 . 2 Hz). 3.91 

(3H , s) . 1 .66 (4H . s) . 1 .25 (6H . s) . 1 .19 (3H . s) . 
1.18 (3H. s) . 

IftffittxX-r;!/ : »H-NMR (400 MHz. CDCb) 8.44 (IH. 

s) . 8.06 (2H. d. J=8.5Hz) . 7.32 (IH . d . J=8 Hz) . 

7.15 (2H, d. J=8 Hz). 7.10 (IH, d. J=2 Hz), .7 .05 (1 

H . s) , 6 .87 (IH . dd . J=8 . 2 Hz) . 3 .93 (3H , s) . 1 .6 

8 (4H. s) . 1.27(6H, s) . 1.21 (3H . s) . 1.16 (3H . s) 
[0 0 6 4] ±IBfgffittxXf';l/ (0.622 g)tDX^?y-- 

jimm (10 mi)frc5 N 7mit'rhv^L.7mw. (i mi) 

SitCTk^riD^TO ''acl^&Lrj:t^ibim7mm^ 

^^mmzmmu f#?)nfcs«^5?sx-~x;i/TS 

m^mLX. DM031 (0.226 g) ^fffco 
^H-NMR (400 MHz. CDCb) 8.59 (IH. s) . 8.10 (2H. d. 
J=8 Hz) . 7.35 (2H. d . J=8 Hz) . 7.33 (IH . s) . 7.30 
(IH. d, J=8 Hz), 7.21 (IH. d. J=2 Hz), 7.03(1H. d 
d . J=8 . 2 Hz) , 1 .66 (4H . s) . 1 .26 (6H , s) . 1 .20 (3 
H. s). 1.19 (3H, s). 

Co 0 6 5] ±fB;SS1txX-r;l/(l .40 g)^mmcLx 

bU7i<,^mt ^CtlfCX^ DM036 (1 . 10 g) ^ntco 
'H-NMR (400 MHz. CDCb + DMSO-de) 8.57 (IH. s). 8. 
07 (2H, d. J=8 Hz) . 7.32 (IH. d. J=8 Hz) . 7.17 (2 
H. d. J=8 Hz) . 7.11 (IH. d. J=2 Hz) , 7.09 (IH. s) , 

6 .89 (IH , dd . J=8 . 2 Hz) . 1 .68 (4H . s) , 1 .27 (6H . 

s) . 1.21 (3H. s) . 1.17 (3H. s) . 

CO 0 6 6] fi?iJ13 : 4-[(5,6.7.8 r h ^ H Kd -5 .5 .8 .8 

$SS^ (DM032) (DM^ 

^(oyjmicm\ dmo32 ^mtco 

»H-NMR (400 MHz. CDCb) 7.95 (2H. d. J=8 Hz) . 7.66 
(IH. s) . 7.33 (IH. d.J=8 Hz). 7.22 (2H . d. J=8 H 

z) . 7.12 (2H. br s) . 6.97 (IH, s) . 6.90 (IH .dd . J= 

8 , 2 Hz) . 6 .87 (IH . s) , 1 ,63 (4H . s) . 1 .22 (6H . 

s) , 1.16 (3H. s) ,1.14 (3H. s) . 
CO 0 6 7] mu : 4-["(5.6.7.8-xh^l: KD-5.5.8.8 

- -r h^p«^;b7>h5-try-2- 'Y;l/)-x h^y-T;!/) 
$mS^(DM033) (DMit (X4^-A4) 
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p- *;l/5;l/$BS^^^^-'l'iXT-;l/ (6.2 g)©te7j<THF 

mm (30 ml)fC. glJiiP^Lfc2-7D^-5.6.7,8- x 
h^t Fp-5,5.8.8- x h^y^;l/7>'h^-b>(IV-l . 
10 g)(DirV--V-)imm. (THF. 30 ml) %*?^TtCi^tl 

-c- (n--N+-9-:/ : KKx^;l/= 3 : l)tci»)«iiLT 
{t^IV-Z (6.5 g)^f#fCo 

'H-NMR (400 MHz. CDCI3) 7.98 (2H , d. J=8 Hz) . 7.75 10 

(211, d. J=8 Hz). 7.73(1H. d. J=2 Hz). 7.68 (IH . 
d. J=8 Hz) . 7.48 (2H. d. J=8 Hz) . 7.26 (IH.dd, J= 
8 , 2 Hz) . 5 .98 (IH . d , J=3 Hz) . 3 .88 (3H . s) , 2 .42 
(IH. d, J=3 Hz) . 1 .76 (4H. s) , 1 .38 (6H. s) . 1 .37 
(6H , s) . 

CO 0 6 8] ft:^1%IV-2 (0.502 g)OB^^?§^ (2 ml) 

ic iji.r-hyv-)\y (0.131 g). mmi&ij^^m^xm 
cfcoffi^u (TLc i&m&mm. o.2i2g) 

"H-NMR (400 MHz, CDCh) 8.60 (IH. s) . 8.04 (2H, d, 
J=8 Hz) , 7 .77 (IH . s) . 7 .74 (IH . d . J=8 Hz) . 7 .71 
(IH , s) . 7 .56 (IH , d . J=2 Hz) . 7 .50 (IH . s) . 7 .33 
(2H, d. J=8 Hz) , 7.26 (IH. dd. J=8. 2 Hz) , 3.91 

(3H. s). 1.75 (4H. s), 1.37 (6H. s) . 1.36 (6H, br 

s). 

CO 0 6 9] {k^tiSjIV-3 (0.197 g)OX:Jfy-;l/ (5 m 

1) fsmics N ymiti- h u ^L.7mm(o .5 dd^ao m 
sstcTk^iD^To xicn^Ltjit^^mmmm^tu^ 

S$^5r*x-T-;bT'?|l^rBLT, DM033 (0.190 g) ^ 

'H-NMR (400 MHz, CDCIa) 8.60 (IH, s) , 8.06 (2H, d, 
J=8 Hz), 7.77 (IH. s). 7.74 (IH, d. J=8 Hz), 7.71 
(IH, s), 7.56 (IH, d. J=2 Hz), 7.51 (IH. s) , 7.31 
(2H, d. J=8 Hz) . 7.26 (IH. dd. J=8. 2 Hz) . 1 .75 

(4H , s) , 1 .37 (6H , s) , 1 .36 (6H , br s) . 40 
CO 0 7 0] mis: 4-[4-t FD:^^i/7xx;l/.(3--t'y 

:^ae;b-4- }^h^iyy3L-)l) $mS^(DM0 

40) <Diiji (X4^-A5 ) 

T;l/rrySHMT. o-'T vyDe;l/7xy-;L'(V-i , 2 
5.67 g). mmiJ'J'^L.OT .32 g)<D^7j<2-75' 7 yjgffi 
(300 ml) i/:i^jV^m (27 ib1)^«)o < ?3 jSTL 

fcm> *«i7o'CT'iGB#raM}$Lf£o ^mm^mmm 

■r h h:^mmOSO ml)^:iDx.feo ?g^1%^SjSTM2 
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^'yy^- (n-^+-9-y : g^^x^;U= 7:i)lcj:»3Ji 
SILT, ft^feV-2 (25.94 g) LT»fco 
'H-HMR (400 MHz. CDCb) 7.21 (IH, dd, J=7.5. 1.7 H 
z). 7.15 (IH, ddd, J=8 . 7.5. 1.7 Hz). 6.92 (IH, dd 
d . J=7 .5 , 7 .5 , 1 Hz) , 6 .84 (IH , dd , J=8 , 1 Hz) , 3 . 
82 (3H, s), 3.32 (IH, m. J=7 Hz), 1.21 (6H, d, J=7 
Hz). 

CO 0 7 1] (17.23 g) . t/;<^;I/TU7. 

^)im^r3V K (25.44 g)(Dm.yi<.i^-^riO}i^y^m 
(300 ml) IZ. 7j<?pTT-^{l:7;l/5-'t'A(23.61 g) * 

fSii^^^^JiK^^tylSiJTkjSJS^fi: . i;^' a a ^ 

>'*^e)S^B^BLT{b^m-3 (23.31 g) ^mtco 
'H-NMR (400 MHz, CDCh) 8.14 (2H, d. J=8.6 Hz). 7. 
80-7.78 (3H. m). 7.63(1H. dd, >8.5. 2.5 Hz). 6.88 
(IH , d , J=8 .5 Hz) , 3 .96 (3H , s) , 3 .91 (3H .s) , 3 .3 

4 (IH , m , J=7 Hz) , 1 .21 (6H , d , J=7 Hz) . 

CO 0 7 2] (2.0 g) ©M7KTHF jg?S(25 m 

1) siMiaiabfci-^at-4- 

yHf>(1.52 g)©y'JX + -;bjg^ (THF, 6 m !)?:*:?& 
tfco SJS?S5r*7j<4'{cjif^. gt^x^;l/T'ttUlLTM 

i^77-c- (n-'\:^^-9-y : RKx^;l/= 5 : 1 ~ 3 : 1) 

T'II^LTfb^tlV-4 (0.88 g)^fffc:o 
'H-NMR (400 MHz, CDCb) 7.96 (2H, d, J=8.8 Hz), 7. 
40 (2H, d, J=8.8 Hz) ,7.16 (2H, d, J=8.8 Hz) , 7.13 
(IH, d, J=2.4 Hz) , 6.95 (2H. d. J»8.8 Hz) .6.91 (1 
H, dd. J=8.8. 2.4 Hz). 6.73 (IH. d. J=8.8 Hz). 5.1 

5 (2H. s), 3.89(3H, s) , 3.80 (3H, s) , 3.46 (3H, 
s) , 3 .26 (IH , m . J=7 Hz) , 2 .85 (IH , s) , 1.11 (6H , 
d . J=7 Hz) . 

CO 0 7 3] it^W-A (0.80 g)£DTHF jgffi (10 nil){C 

i@jfiK (3 m) *iipx, mo°cT5mmmwLrco sjs 
mm^f^^u 7j<^ipATBt^x5=-;i/T'amLfco mm 
m^mmmmu ni^nrcmM^i^') :ijfMyi>{7u 

•^hifyy-f- (n-'N+iJ-y : »i!xf^;l/= 2:i)-efli 

mLXit^mV-S (0.49 g)^#fCo 

'H-NMR (400 MHz, CDCh) 7.95 (2H, d. J=8.7 Hz). 7. 

39 (2H. d. J=8.7 Hz) ,7 .79 (IH , d, J=2.5 Hz). 7.08 

(2H. d. J=8.8 Hz). 6.90 (IH. dd. J=8.5, 2.5Hz). 6. 

76 (2H, d, J=8.8 Hz), 6.73 (IH, d. J=8.5 Hz), 5.68 
(IH, s), 3.90(3H, s). 3.80 (3H, s) , 3.25 (IH. m. 

J=7 Hz) . 2.85 (IH. s) . 1.10 (6H. d.J=7 Hz) . 
CO 0 7 4] {k^V-5 (0.14 g)<Dx3iy-;l/jg}8[ (13 
ml)(C Fd-C (0.05 g)?rlinA, Tk^HSmTT' 2 ^P,g^ 
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fk^^Siv-e (0.11 g)^mrco 

^H-NMR (400 MHz, CDCI3) 7.94 (2H. d. J=8.5 Hz) . 7. 
18 (2H. d. J=8.5 Hz) .6.94 (3H. m) . 6.72 (IH. dd. J 
=8;3. 2.4 Hz). 6.75 (2H . d. J=8.5 Hz). 6.74(1H. d. 
J=8.5 Hz). 5.46 (IH, s) , 5.25 (IH . s) . 3.89 (3H . 
s). 3.76 (3H.S). 3.25 (IH. m. J=7 Hz). 1.12 (6H . 
d . J=7 Hz) . 

[0 0 7 5] it^W-S (0.06 g)(DX.^/-)im^ (7 

ml) ici N 7miti-h'j^L.7mm{i m\)^m^. ^50 10 

^;l/X-'x;U- 5tftx-x;bT*SSSB^bTDM040 (0.04 

g ) ^mtco 

^H-NMR (400 MHz. CDCh) 7.94 (2H. d. J=8,3 Hz). 7. 
17 (2H. d. J=8.3 Hz) ,6 .95 (IH, d. J=2.5 Hz). 6.90 
(2H . d , >8 .5 Hz) . 6 .81 (IH . dd . J=8 .5 . 2 .5Hz) . 6 . 
76 (2H. d. J=8.5 Hz), 6.73 (IH. d. J=8.5 Hz). 5.43 

(IH . s) . 3 .79(3fl . s) . 3 .24 (IH . m . J=7 Hz) .1.12 20 
(6H . d . J=7 Hz) . 

CO 0 7 6] WI6 : 4-[(5.6.7.8--r h-^H Kn-3.5.5. 

8.8- ^y^^^^ji-ry^uy-z- -r;i/)-(i .2.4- hU 

TVjIA- ^;l/) ^.tS^ (DM130)<DS3g 

4-[(5.6.7.8-xh-5tiKD.3.5,5.8.8- 

^;l/) ;d;l/7Kx;i/] gmS^ ;^^;l/xx 
r-Jl (5.0 g)^-r h^t: KD7^y(250 m\)t^^y — 

;i/(ioo mi)(om^mmicmmu mmcr. mmm^^ 
MW^^'mmm ^ u t j: ^ . %Amz.WK.^m% 

fco Cti^rrh^t: Kd7^>(250 inl)tcSg?L. 7j<;^ 
3^t)S-rui:t^<t»9^ 4-[(5.6.7.8-xh-5t: KP-3,5. 

5.8.8- 7^Uy-2- ^)\^) ^au?^^ 

ji^] ^ms^^^;i/xx-r;i/(4.o g) (Dm^B^mtco 

»H-NMR (400 MHz. CDCh) 8.02 (2H. d. J=8 Hz) . 7.47 
(2H . d . J=8 Hz) . 7 .30(1H . s) . 7 .07 (IH . s) . 6 .30 

(IH, s). 3.91 (3H. s). 2.27 (3H . s) . 1.65 (4H . s) . 40 
1 .27 (3H , s) . 1 .26 (3H . s) . 1 .25 (3H . s) . 1 .15 (3 

H. s). 

[0 0 7 7] 4-[(5.6 J.8--r h-^li Fu.3.5.5.8.8- ^ 
>^^^;^:^7^Uy-2- ^;l/) ^uu:A^)i] 
^;l/xx-r;l/i: 1 .2 .4 - h »J T V-?l^lii^mnt 
m\Ucmm(D:^mzm\ DM130 ^fffco 
'H-NMR (400 MHz. CDCh) 8.11 (2H. d. >8 Hz). 8.08 
(IH. s). 7.84 (IH. s). 7.14 (IH. s) . 7.12 (2H . d. 
J=8 Hz) . 6 .93 (IH . s) . 6 .67 (IH . s) . 2 .17 (3H . 
s) . 1 .62 (4H. br s) . 1 .27 (3H. s) . 1 .27 (3H. s) . so 




^mW-l 0-3 3 86 5 8 



30 

1.08 (3H. s) . 1 .01 (3H. s) . 

[0 0 7 8] ^Ijl7 : 4-[N-(5.6.7.8-xh^ll FD-5.5. 

8,8- xh^>^^;i/'t7^ uv-2- 7Sy] $m 

ffS(DAOlO) Offijg (X+-A6) 
6-757-1.2.3.4- -r h ^ b Fn -1 .1 ,4 .4- y'h^y^'f' 
;V-t7^Uy (VI-1, 1.214 g. 5.97 mmol) . 4-3— F 
$S#KX5^;1/ (1.622 g. 5.87 mmol) Stftert-BuONa 

(600 mg) ;g:^7j<h;l/xy 60 mUcJgA^L. 7;l/rf>» 

(0) 97.0 mg . (R)-BINAP 158 mg^An^ 80'CTilD*Sb 
fco imS'^. SfiST-it-^U 7j< 200 ml tC^ttx- 

■r;l/TttmLfco WSIB«:Bgg?vy^>i/«J;AT)iJi7j<. if 

(n--s4^ii->:g^^x^;l/=19: OtCcti^llSLT. 4- 
[N-(5.6,7,8-x F-^li Fp-5.5.8,8- xh^P^^;b':h7 
^Jl) 75y]$mSKxf-;l/XXT;l/ (VI- 
2) 5:1.0 g (48%) ntco 

»H-NMR (400 MHz. CDCI3) 7.91 (2H . d . J=8.8 Hz) . 7. 
27 (IH. d. J=8.4 Hz) .7.10 (IH . d. J=2 .6 Hz). 6.96 
(IH , dd . J=2 .6 , 8 .8 Hz) . 6 .94 (2H . d . >9 .2Hz) . 4 . 
33 (2H. q. J=7.0 Hz). 1.69 (4H. s) , 1.37 (3H. t. J 
=7.3 Hz). 1.28(6H. s) . 1.27 (6H . s) . 
[0 0 7 9] {k^^^VI-2 (118 mg) ^X:J?/-;l/ (4 m 
1) ifCmti^L. 20% KOH 7mW, (0.5ml) ^JPK.TSiSSlL 

tco mnm^m. k^m^i n mm 30 mm&imit}^ 

7K aJSLTSfe^H^ 109 mg(^aW) tLX DA0105: 

pale colored prisms (W^X^;l/-n- ^^V'y) \ mp 
277 r 

^H-NMR (400 MHz. CDCh + DMSO-de) 7.89 (2H. dt. > 
1.0. 8.8 Hz) . 7.25 (IH. d. J=8.4 Hz) . 7.10 (IH. d. 
J=2.2 Hz). 6.98 (IH. dd. J=2 .6 . 8.4 Hz). 6.97 (2 
H. dt. J=1.8, 8.8 Hz) . 6.78 (IH. br s) . 1.69 (4H. 
s). 1.28 (6H. s).1.27 (6H . s) 

Anal. Calcd for C21 H25 NO2 . C: 77.98%. H: 7.79%. N: 
4.33%; Found C: 78.02%. H: 8.01%. N: 4.29%. 
[0 0 8 0] fi»Jl8: 4-[N-><^;l/-N-(5.6,7.8-r F^H 
Fd-5.5.8.8- T'F-5^f-;l/:f7^?UV-2- ^;l/) 75 
/] $mS^(DA011) cO^jg 
4-[N-(5.6.7.8-'r Fd-5.5.8.8- h ^ ^ 
7^?U>-2- 75/] $.tS^x^;bxXx;l/ 

(VI-2) 242 mg?: DMF 2 ml tC}g*^L. DMF (2 ml)ti:@ 
S^-frfcNaH (145 mg)mw^Tc. 't<r^'ikB^{t^=f')\y 

(1.5 ml) ^twx^ nuxm.nv.tco tlc xmw^9^^ 

: g^Kx^;l/^io: i)fcTmSU 4.[N- 
-N-(5 ,6 .7 .8-x h -5 b Fa -5 .5 .8 .8- f- F ^;l/:f7 
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7 5 7] $S#i[xf-;bxx-r;l/ 269 
mg ?:tf fco 

Colorless needles (n- ; mp 131 "C 

>H-NMR (400 MHz. CDCh) 7.86 (2H. dd. J=2.2. 9.16 
Hz) . 7.31 (IH. d. J=8.4 Hz) . 7.13 (IH. d. J=2 .6 H 
z). 6.95 (IH. dd, J=2.2. 8.4 Hz). 6.74 (2H. dd. J= 
2 .2 . 9 .2 Hz) , 4 .32 (2H . q . J=7 .0 Hz) . 3 .34 (3H , 
s), 1.70 (4H, s). 1.36 (3H, t, J=7.3 Hz). 1.30 (6 
H . s) . 1 .25 (6H . s) 

Anal. Calcd for C24 H31 NO2 . C: 78.86%. H: 8.55%. N: 
3.83%; Found C: 78.88%. H: 8.68%. N: 3.78% 
[008 1] ±IBxXr;l'{* 367 rag ^X^f/-;l/ 5 ra 

1 icmt^U 20% KOH 1 ml^iO^TSSSUfco 

mnm^m. KJtm^i n mm so mucstt^ik^f-b 

LTSfe^B^B 334.5 nig(^»6<J) tLT MQU^mtco 
colorless powders (n-^^V'y) ; rap 252 X, 
'H-NMR (400 MHz. CDCh) 7.92 (2H . dd . J=l .8 . 9.2 H 
z) . 7 .35 (IH . d . J=8 .4Hz) . 7.17 (IH . d . J=2 .2 Hz) . 
6.98 (IH. dd. J=2.6. 8.4 Hz), 6.76 (2H. dd. J=2 . 
2. 9.2 Hz), 3.38 (3H. s) . 1.73 (4H. s) . 1.33 (6H. 
s) . 1 .28 (6H. s) . 

Anal. Calcd for C22 H27 NO2 . C: 78.30%. H: 8.07%, N: 
4.15%; Found C: 78.16%. H: 8.14%, N: 4.16%. 
[0 0 8 2] fl?0l9: 4-[N-x^;l/-N-(5.6.7.8--rh'5b: 

FD-5.5.8.8- v-h'y}<^)V-ry^\yy-2- ^Jl) 75 

y] $ms^(DAoi2) (omm 

4-[N-(5.6.7.8--rh-5t: Kp-5 .5.8,8- r-h'yT^^jVi' 

(VI-2) 249 mg^grDMF (5 ml)tC}g*^L. DMF (5 ml ) 

©.S^-l^fcNaH (134 rngj^tU^tco ^^Of^H ^{Lx^;!/ 

(3 ml) ^tu^. ^i^-^MnLfco TLc T^mnm^^m 

ULtcik. (50 ral)tCfett^{l:;^^U>T^ffl 

^yiy=Li/V:^^)Vij'yL^u'^h^*^y^— (n-^+ 
-^y : W^x^;l/=io : l)tcT«^b. 4-[N- xf-;l/-N 
-(5.6.7,8-xh^t: Kp-5.5.8.8- x h^7^;l/:h7^ 
l/y-2- -fj]/) 75/] $.tSKx^;l/XXx;l/ 269 m 

g (mmff^) ^ntzo 

Colorlrss needles (n-^+'9*>) ; mp 88.5°C 
*H-NMR (400 MHz. CDCI3) 7.83 (2H . dd . >1 .8 , 9.2 H 
z), 7.32 (IH. d. J=8.4Hz), 7.10 (Ifl. d. J=2 .2 Hz). 
6.93 (IH. dd. J=2,2. 8.1 Hz). 6.65 (2H. dd, J=2 . 
2 , 9 .2 Hz) . 4 .31 (2H . q . J=7 .3 Hz) . 3 .76 (2H . q . J 
=7 .0 Hz) . 1 .70 (4H , s) . 1 .35 (3H , t . J=7 .0 Hz) , 1 . 
30 (6H, s), 1.24 (6H. s) . 1.24 (3H, t.J=7.3 Hz) 
Anal. Calcd for C25 H33 NO2 . C: 79.11%. H: 8.76%. N: 
3.69%; Found C: 78.84%, H: 8.86%. N: 3.40% 
[0 0 8 3] ±lHxXx;l/f=^ (270 mg) ;&X^y-;l/ 
(8 ml) Icmt^X.. 20% KOH imWi 2ml ^iPXTSSlL 
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Tzo WMm^^k. SlS?S^l N i^^ (40 

7K SJSLTaMSp^ 251 rag(£SW) tbTDA012 

colorless powders (n-^+"9">- &t)^^Uy) ; mp 

256 r 

»H-NMR (400 MHz. CDCh) 7.88 (2H . d . J=9 .2 Hz) . 7. 
33 (IH, d. J=8.4 Hz) ,7.11 (IH. s) , 6.93 (IH. d, J= 
8.4 Hz) . 6.65 (2H. d. J=9.2 Hz) . 3.77 (2H,q. J=7.3 
10 Hz) , 1 .70 (4H. s) . 1 .31 (6H. s) . 1 .25 (6H, s) , 1 . 
25 (3H , t . J=7 .0 Hz) 

Anal. Calcd for C23 H29 NO2 . C: 78.59%. H: 8.32%. N: 
3.99%; Found C: 78.81%, H: 8.23%, N: 4.09%. 

[0 0 8 4] miO: 4-[N-n-7'Ptf;l/-N-(5.6.7.8~xh 
"51:: Kn -5 .5 .8 ,8- x h^^^;b-:h7^?Uy-2- -f;l/) 

75 7] ^mmmi3) (Dmm 

4 - [N - (5 ,6 ,7 .S-x h ^ H F a -5 .5 .8 .8 - -r h ^ ^ ^JV-T 
y^uy-z- 757] $mSKx^;l/XXx;l/ 
(VI-2) 252 mg^DMF (5 ml)fC?§A>L. DMF (5 ml)fcM 
20 m-^'^fc NaH (135 mg) ^iO^fCo ^^Of^3 '>{l:n->^P 

(3 ml) ;&jjp^, m^x-mWhTco TLC 

^SiSbfcfi. (30 mU^CfettiSlk^^l^y 

y'y-ji/=Li/^)tiV)\^ti'7h^u^Y^*^y^- 
(n-^N^-y-y : B^^x^;I/=20 : \)KXmmU fife^ 
S 282 mg (99.6%) :&fffCo 
Colorless powder (n-^+-9*>) ; mp 114 X 
^H-NMR (400 MHz. CDCh) 7.83 (2H . dd . J=l .8 . 8.8 H 
z), 7.32 (IH. d. J=8.4Hz), 7.10 (IH . d. J=2.2 Hz). 
30 6,93 (IH, dd. J=2.6 Hz. 8.4 Hz). 6.64 (2H.dd. J= 
2.2, 9.2 Hz) , 4.31 (2H . q, J=7 .0 Hz) , 3.63 (2H. t. 
J=7.7 Hz) . 1 .71 (2H. hex. J=7 .3 Hz) . 1 .70 (4H ; 
s). 1.35 (3H. t. J-7.3 Hz). 1.31 (6H . s) . 1.25 (6 
H. s), 0.94 (3H. t. J=7.3 Hz) 

Anal. Calcd for C26 H35 NO2 , C: 79.34%. H: 8.96%. N: 
3.56%; Found C: 79.21%. H: 8.75%. N: 3.48%. 
[0 0 8 5] ±ISxX'r;l/i* (282 mg) ^x^y-;l/ 

(8 ml) izmti'h. 20% KOH imWi (2 ml) ^iPxTS 

«ftbfto WJmM±. K]m^ 1 Nig^ (50 mOtCfe 
40 tt. ^fk;^^UyTttttlbfco Mmm^m^'f^^xy^ 

hX-mjK SfSbrafej^H^ 262mg(^a6^) i:bTDA0 

13 ^mtco 

Colorless powder (n-^+t^V) ; mp 235.5 X 
»H-NMR (400 MHz. CDCh) 7.87 (2H. d. J=9.2 Hz) . 7. 
33 (IH. d, J=8.1 Hz) .7.11 (IH. d. J=2.2 Hz). 6.93 
(IH. dd. J=2.6 Hz. 8.4 Hz). 6.63 (2H . d . J=9 .2 H 
z). 3.63 (2H. t. J=7.7 Hz). 1.67-1.76 (2fl. m) . 1.7 
0 (4H. s). 1.31 (6H. s). 1.25 (6H, s) . 0.94 (3H. 
t. J=7.7 Hz) 

50 Anal. Calcd for C24 H31 NO2 , C: 78.86%. H: 8.55%. N: 
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3.83%; Found C: 78.64%. H: 8.46%. N: 3.84%. 

[0 0 8 6] 0»j21:4-[N-n-7^;l/-N-(5.6.7.8--r b'^H 
Kd-5.5.8.8- 7'hy;^^)V-ry^U>-2- 75 
/] $m»^{DA014) (OMlt 
4-[N-(5.6.7.8-xh^t: FD-5.5.8.8- 

(VI-2) i:3»i7fl:n-7f-yl/^fflV>T. &ij20iD73ffitCtifo 
TDA014 ^^^Lfco 

Colorless powder (n.-^^-^y- &t)^^ly>) \ mp 21 
6 "^C 10 
^H-NMR (400 MHz. CDCI3) 7.87 (2H . d. J=8 .8 Hz). 7. 
32 (IH. d. J=8.4 Hz) .7.10 (IE. s) . 6.93 (IH. d. J= 
6.6 Hz). 6.63 (2H. d. J=9.2 Hz). 3.67 (2H.t. J=7.7 
Hz). 1.70 (4H. s). 1.64-1.74 (2H . m) , 1.37 (2H . h 
ex . J=7 .7 Hz) .1 .31 (6H . s) . 1 .25 (6H . s) . 0 .94 (3 

H. t. J=7,3 Hz) 

Anal. Calcd for C25 H33 NO2 . C: 79.11%. H: 8.76%. N: 

3.69%; Found C: 79.23%. H: 8.68%. N: 3.71%. 
[0 0 8 7] ^J22 : 4-[N-n>^>^;b-N-(5.6.7,8-7^h 
^t: Kn-5.5,8.8- -r h^>^f-;l/'^-7^ Uy-2- -r;l/) 20 

75 7] ^ms^(DAoi5) (omm 

4-[N-(5.6.7.8-7"h"5ll FO-5.5.8.8- Th^^^'f'Jli' 
■7^by-2- ^;l/) 75/] $ms^x^;l/xxf-;l/ 
(VI.2) t3^itn--<y=f-jV^m\^^X. m2Q(Dy5mc'iti. 
0TDAOI5 ^^^LfCo 

Colorless powder (n-^+iJ-V- &t^^Uy) ; mp 21 
9-221 

^H-NMR (400 MHz. CDCI3) 7.88 (2H . dd . J=l .8 . 8.8 H 
z). 7.32 (IH. d. J=8.4Hz). 7.11 (IH. d. J=2.6 Hz). 

6.93 (IH. dd. J=2.6. 8.4 Hz). 6.63 (2H. dd . J=l .8 30 
3 . 9 .2 Hz) , 3 .66 (2H . t . J=7 .7 Hz) . 1 .70 (4H , s) . 
1 .66-1 .70 (2H .m) . 1 .31 (6H . s) . 1 .25 (6H . s) . 1 .22 
-1.37 (4H. m). 0.89 (3H , t. J=7.0 Hz) 
Anal. Calcd for C26 H35 NO2 . C: 79.34%. H: 8.97%. N: 

3.56%; Found C: 79.05%. H: 8.95%. N: 3.44%. 

[0 0 8 8] ^J23: 4-[N-n-^4^'>;I/-N-(5.6.7.8--r h 

FP-5.5.8.8- Th^p<f';l/:l-7^U>-2- 
75/] $m§K(DA016) (Omit 
4-[N-(5.6 j.8-f-F^b Fn-5.5.8.8- r'h^:^^)\yi' 
7^Uy-2- 75/] $SS^x^;l.xx-r;V 4o 

(VI-2) i:3^{tn--\+S/;l/?:ffli/^T. m2Qco:^mc'^ 
0TDAOI6 ^^^Ltco 

Colorless powder (n-^^'^y- ^t^^'f'Uy) : mp 19 
9-200.5 V 

^H-NMR (400 MHz. CDCh) 7.87 (2H . dd, J=2 .2 . 9 .2 H 
z) . 7.32 (IH. d. J=8.1Hz) . 7.10 (IH. d. J=2 .6 Hz) . 
6.93 (IH. dd. J=2.6. 8.4 Hz). 6.63 (2H . dd . J=l . 
8. 8.8 Hz). 3.67 (2H . t. J=7.7 Hz). 1.70 (4H. s) . 

I . 65-1 .70 (2H . id) . 1 .31 (6H . s) . 1 .25 (6H . s) . 1 .2 
9-1.46 (6H. m). 0.88 (3H. t. J=7.0 Hz). 50 
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Anal. Calcd for C27 H37 NO2 . C: 79.56%. H: 9.15%. N: 
3.44%; Found C: 79.53%. H: 8.94%. N: 3.14%. 
[0 0 8 9] fl?924: 4«[N-n-^y^;l/-N-(5.6.7.8-xF 

Fn-5,5.8.8- 'rh'y^^)Vi'y^iyy-2- 
75 7] $mS^(DA017) (Om^ 
4-(N-(5.6.7,8--r F-^t Fa-5.5.8.8- xF'^/^;]/:^ 
7^Uy-2- ^;1/) 75/] SmS^x^^l/xXx^b 
(VI-2) i:3»>^l:n--\y^;l/^ffll^T. m2Q(075mizVt 
0TDAOI7 ^^J^Lfco 

Colorless powder (n-^^Vy- t§{l:;^^by); mp 16 
8 ''C 

»H-NMR (400 ifflz. CDCb) 7.86 (2H. d. J=9.2 Hz). 7. 
32 (IH. d. J=8.4 Hz) .7.10 (IH, d. J=l .8 Hz). 6.93 
(IH. dd, J=2.2. 8.4 Hz). 6.63 (2H . d. J=8 .8Hz) . 3.' 
66 (2H. t. J=7.7 Hz). 1.70 (4H . s) . 1.70 (2H . br 
m). 1.31 (6H.S). 1.25-1.31 (8H . br m) . 1.25 (6H. 
s) . 0.87 (3H. t. J=6.6 Hz) 

Anal. Calcd for C28 H39 NO2 . C: 79.76%. H: 9.32%, N: 
3.32%; Found C: 79.80%. H: 9.62%. N: 3.06%. 
[0 0 9 0] 9125: 4-[N-n-;d'^^;l/-N-(5.6.7.8-xF 

■7l::Fn-5.5.8.8- x F■5;<^;l/■:^7^^ ^>-2- -()\/) 

75/] $SS^(DA018) OSjJi 

4 - [N - (5 .6 .7 .8 -X F H F P -5 .5 .8 .8- x F ^ P« 

7^Uy-2. >r;l/) 75/] ^mS^x^;i/xxx;l/ 

(VI-2) tB^itn->jr^^j]y^m\^^T. m2Q(D:^mim 

■^TDA018 ^^^Lfco 

Colorless cotton (n-^^-^y- &t)<^Uy) ', mp 16 

0 t: 

^H-NMR (400 MHz. CDCh) 7.87 (2H, dd . J=2 .2 . 9.2 H 
z) . 7.32 (IH. d. J=8.4Hz) , 7.10 (IH. d. > 2.2 H 
z), 6.92 (IH. dd. J=2.2. 8.4 Hz). 6.63 (2H . d. J= 
9 .2 Hz) . 3 .66 (2H , t . J=8 .1 Hz) . 1 .70 (4H . s) . 1 .7 
0 (2H. m). 1.31 (6H. s) . 1.26 (lOH. m) . 1.25 (6H. 
s) . 0.87 (3H. t. >6.6 Hz) 

Anal. Calcd for C29 H41 NO2 . C: 79.95%. H: 9.49%. N: 
3.22%; Found C: 79.92%. H: 9.54%. N: 3.18%. 
[0 0 9 1] fi?ij26:4-[N-(:/ul:f>-3- ^;l/)-N-(5,6. 
7,8- xF^bFD-S.S.S.S- xF5/^;l/-t7^U>- 
2- -fjl) 75/1 $m§S(DA020) (DM^ 
4-[N-(5.6.7.8-T'F^ll FD-5 .5.8.8- T-F-^/^;!/^ 
7^U>-2- ^;U) 75/] $mS^x^;l/xxx;l/ 
(VI-2) i:*{b7-b^Ux;M^;l/^ffll^T. 9120(0^5 
mcVt-oT DA020«:^^bfco 

Colorless prisms (n-^^-^y- iSfb^^^UV) ; mp 26 
9-270 T: (dec.) 

>H-NMR (400 MHz. CDCh) 7.93 (2H. dd . J=2.2. 9.2 H 
z). 7.34 (IH. d. J=8.4Hz). 7.21 (IH. d. J=2.2 Hz). 
7.03 (IH. dd. J=2.2. 8.4 Hz) . 6.80 (2H, dd. J=:2. 
2 , 9 .2 Hz) . 4 .41 (2H . d . J= 2 .6 Hz) . 2 .29 (IH . t . 
J=2.2 Hz) . 1 .71 (4H. s) . 1 .31 (6H. s) . 1 .25 (6H. s) 
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[0 0 9 2] m27 ' 4-[N-C/u-s>>3- -f;!/) -N-(5 ,5 . 
7.8- -r h^t: Ka-5.5.8.8- x ^^p<^;^:^7^5? UV- 
2- -r;l/) T^y-] $mSK(DA021) 
4-[N-(5.6 J.8-xh^t Ka.5.5.8.8- x h ^ ;^ 

(vi-2) tmt7Vju^m\^^r. m2Q(oy5m^vt'oXMQ 

21 ^^^Lfco 

Colorless powder (n-^+-9*y- i^ffc^^^Uy); mp 24 
7>248 

»H-NMR (400 MHz. CDCb) 7.87 (211. dd , J=l .8 . 9 .2 H io 
z). 7.32 (IH. d. J=8.1Hz). 7.16 (IH . d. J=2 .2 Hz). 

6.98 (IH. dd. J=2.2. 8.1 Hz). 6.71 (2H.-dd. J=l. 
8. 9.2 Hz) , 5.94 (IH. ddt. J=5.2. 10.3. 17.2 Hz) . 
5 .28 (IH . dd . >1 .5 . 17 .2 Hz) . 5 .22 (IH . dd . J=l . 
5 . 10 .3 Hz) . 4 .35 (IH . dd . J=l .8 . 4.8 Hz) . 1 .70 (4 
H . s) . 1 .30 (6H . s) , 1 .24 (6H . s) 
Anal. Calcd for C24 Hzs NO2 . C: 79.30%. H: 8.04%. N: 

3.85%; Found C: 79.08%. H: 8.18%. N: 4.15%. 

[0 0 9 3] ^IJ28: 4-[N->i'yyatf;l/-N-(5.6.7.8-x 
h^H KD-5.5.8.8- r-h^^'^Jli-y^Uy-Z- 20 
;l/) 75 7] $S§K(DA022) (Omm 
4-[N-(5,6.7.8-'r h-^ll Fa-5.5.8.8- T^h-^^^^b-^ 

(VI-2) 113 rag. iSj^ZfmiSktiVOL. (89 mg):^B^i\: 

(30 rnDtcfettiSfk^^b^T^ttttiLfcio mmm^m^ 
;i/=2o: \)iciK>mmLr. 13 mg (10 %)^mrzo 

Colorless prisms (n-^+-it>) ; mp Sl'X^ 30 

^H-NMR (400 MHz. CDCb) 7.80 (2H . dd . >2 .2 . 9 .2 H 
z). 7.33 (IH. d. J=8.4Hz). 6.99 (IH . d. >2 .2 Hz). 

6.82 (Ifl. dd. J=2.2. 8.4 Hz). 6.50 (2H. dd . J=2. 
6. 9.2 Hz). 4.35 (IH. hep. J=6 .6 Hz). 4.29 {2H. q. 

J = 7 .0 Hz) . 1 .71 (4H . s) , 1 .33 (3H . t . J=7 .0 H 
z) . 1 .31 (6H . s) , 1 .24 (6H . s) , 1 .14 (6H . d . J=6 .6 

Hz) . 

Co 0 9 4] J:fExXx;l/f* (45 fflg)5:x^y-;l/ (4 
ml) {cm^L. 20% KOH 7mil& (1ml) ^iP^TilgSL 
Tco WMm^'ik. KJts^^l N i^^ (30 ml)tCfett. M 40 

flttTkb. }gji@£LT40 mg(98%) ODA022 ^mtCo 
Colorless powder (n-^^^itV- igft^^UV) ; mp 25 
9 r 

•H-NMR (400 MHz. CDCb) 7.85 (2H , dd . J=2.2. 9.2 H 
z). 7.34 (IH. d. J=8.4Hz). 6.99 (IH . d , J=2.2 Hz). 

6.82 (IH. dd. J=2.2. 8.1 Hz). 6.51 (2H. d.J=9.2 H 
z). 4.37 (IH. hep. J=6 .6 Hz). 1.71 (4H. s) . 1.32 
(6H. s). 1.24 (6H. s), 1.15 (6H. d. J=6.6 Hz) 

[009 5] «129: 4-[N->^i^nyDtf;l/-N-(5.6.7.8- 50 
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•rh^ti KD-5.5.8.8- x h ^7 ^;l/-t7^? by-2- ^ 

)i) 75 7] $msK(DA023) (Dmm 

i/^a^u\£)lT^y (1 ml) i:4-3-FSmS^x^ 
)l (407 mg) Rtftert-BuONa (180 mg) ^^zkh^Uxy 
(10 ml)tC?§;6^L. 7;b3>Mj^T. hVX(i/^>i/ 
V-ryy^hy) iy^^'yi/^L.iO) (54 mg) . (R)-BINA 

p (102 rag);£:in^. sovx^bmLtco 4 mrs'ik. SSS 
T*?^*U 7k 30 mUi:fettx-r;l/TfflaiLfco ^Wm 

^M7mmi-h'j^L.xm.7K mm^. y^^iy zLi^v 

*y*;l/*^A^Dvh^'-57>r- (n-^4^+)-y : B^g^x 
=20 : 1) IcXK^mmLZ. A-izyi/a-yuy^jVT 
57) SmSKx^;l/xx-r;l/?: 150 mg (56%) mfco 
Colorless needles (n- ^4^it>) ; mp 69 X. 
»H-NMR (400 MHz. CDCb) 7.88 (2H . dd. J=2 .2 . 8.8 H 
z) . 6 .74 (2H . dd . J=2 .2 . 8 .8 Hz) . 4 .53 (IH . brs) , 
4 .32 (2H . q . >7 .0 Hz) . 2 .48 (IH . dtt . J=l ,5 . 2 .6 . 

6.2 Hz) . 1 .36 (3H, t. J=7.0 Hz) . 0.79 (2H. ddd. J 
=4.4. 6 .6 . 7 .0 Hz) . 0 .54 (2H . ddd . >3 .7 . 4 .8 . 6 .6 

Hz) 

Anal. Calcd for C12 His NO2 . C: 70.22%. H: 7.37%. N: 
6.83%; Found C: 70.20%. H: 7.23%. N: 6.68%. 
[0 0 9 6] 4- (i/{?u:/a\^)VT^/) ^SS^x^ 
;l/xx-r;l/ (97 mg). e-ynt-i .2.3,4- xh-^liKP 
-1.1.4.4- xh^p«^;l/:?'7^?Uy (121.5 mg) St/te 
rt-BuONa (67 mg) ^^MtK h ;l/X > (5 ml) (CS*^L. 7 

;I/rf>B^T^ hUX( >?-^>>^U-r>7-fehy) S?/^ 

^>^'>A(0) (24 mg) . (R)-BINAP (40.5 mg) ^tU^. 

sowhmLfco 1.5 mrsm. ss^tj^jpu 7j< 30 
mnc$>imit^^uyxtfymLtco ^as^isfiifti^7jc 
T}5fev\ m7i<mmi'hv^i.xiii7H. mmm. y^y^y 

S^^x^;b= 20: 1) IcX^mmU 4-[N- i/^uy'a 
t!;I/-N-(5 .6 .7 .8-x h ^ 11 Kd -5 .5 .8 .8- x b ^7^;1/ 

-ry^uy-i- -fji) 757] $ms^x^;i/x;;^x;i/ 

42 mg (20 %) ^mtCo 

^H-NMR (400 MHz. CDCb) 7.86 (2H, dd. J=2 .2 . 9 .2 H 
z), 7.29 (IH. d. J=8.1Hz). 7.02 (IH. d, J=2 .6 Hz). 

6.93 (2H. dd. J=1.8. 8.8 Hz). 6.87 (dd . J=2.2. 8. 
1 Hz). 4.31 (2H. q. J=7.3 Hz). 2.80 (IH . tt. J=3. 
7. 6.6 Hz). 1.70(4H. s) . 1.35 (3H . t. J=7.3 Hz). 
1 .30 (6H . s) . 1 .24 (6H . s) . 0 .89 (2H .ddd . J=4 .8 . 
6 .2 . 7 .0 Hz) . 0 .63 (2H . ddd . >3 .7 . 5.1. 7 .0 Hz) . 

[0 0 9 7] ±iBxX-r;l/i* (42 mg):&x^?7-;l/ (2 
ml) izm^U 20% KOH 7mm (0.5 ml) ^iPxTSgS 
LTco 2^m'i^. SlSJg^lN NaOH 7m^& (30 ml)lCh 

ttx-x;i/T-ijfei/>. 7km^mmkxmk^tu ^{L7 

LTDA023 ^mtCo 
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Colorless prisms (n-^^^ltV- ^it^^^f-^y) : tap 26 
0-261 t:(dec.) 

^H-NMR (400 ifflz. CDCb) 7.89 (2H. dd. J=2.2. 9.2 H 
z). 7.30 (IH. d. J=8.43 Hz). 7.02 (IH. d. J=2.2 H 
z). 6.94 (IH. dd. J=2 .2 . 9.2 Hz). 6.87 (2H . dd , J= 
2 .2 . 8 .4 Hz) , 2 .82 (IH . tt . J=4 .0 . 7 .0 Hz) . 1 .70 
(4H. s). 1.31 (6H.s). 1.25 (6H . s) . 0.90 (2H. ddd . 
J=5.1, 6.6. 7.0 Hz) . 0.64 (2H . ddd, J=5.1, 5.5. 
7.3 Hz) 

[0 0 9 8] ^IJ30: 4>[N-S/^'D:/Dtf;l/^f-;l/-N-(5. 
6,7.8-xh^t Fu-5.5.8.8- ;^=^Jli-y ^ Uy 

-2- 7^y] $m§S(DA024) fDgJig 

4-[N-(5 .6 J .8-x h-^ t: Kn -5 .5 .8 .8- f- h'7^^)V'r 
7^?Uy-2- -r;l/) 7^y] $S§Sx^;l/xx-r;l/ 
(VI-2) i:^{bi^i7DyDkf;l/^^;l/;g:^l>T. ^!l20O 
:&}StCfieoTDA024 ^r^^Lfeo 

Colorless prisms (n-^+'ltV- Mit^^'f-Uy) ) mp 24 

5 X 

*H-NMR (400 MHz. CDCh) 7.88 (2H . dd . J=l .8 . 9.2 H 
z) . 7.32 (IH. d. J=8.4Hz) . 7.16 (IH. d. J=2.6 Hz) . 

6.95 (IH. dd. J=2.2. 8.1 Hz). 6.68 (2H. dd. J=l . 
8 . 9 .2 Hz) . 3 .56 (2H , d . J=6 .6 Hz) . 1 .70 (4H . s) , 
1.31 (6H. s). 1.25 (6H. s) . 1.15-1.22 (IH. m) . 0.5 
0 (2H. ddd. J=4.4. 5.9. 8.1 Hz). 0.14(2H. q . >4 .8 

Hz) 

Anal. Calcd for C25 H31 NO2 . C: 79.53%. H: 8.28%, N: 
3.71%; Found C: 79.33%, H: 8.36%. N: 3.82%. 
[0 0 9 9] fi^j31 : 4-[N--rv:/^;b-N-(5.6.7.8-xh 

^t:KP-5.5.8,8- 7-h^}^^)\^'ry^Uy'2- -f;l/) 

75/] $m«^(DA025) (Dmm 

4-[N-(5 .6 .7 .8-T h -5 h: Kn >5 .5 .8 .8- x h 'y^'^Jli' 

(vi-2) tB^it-fvr^ji^m\^^r. m2Q(Dy5mcm 

0TDAO25 ^^^Ltco 

Colorless prisms (n-^^-^y- iSfti^^^UV) ; mp 23 
2 r 

^H-NMR (400 MHz, CDCb) 7.85 (2H . dd , J=l .8 . 9.2 H 
z). 7.31 (IH, d. J=8.4Hz). 7.12 (IH. d. J=2.6 Hz), 
6.93 (IH, dd. >2.2. 8.4 Hz). 6.67 (2H. d,J=9.2 H 
z) . 3 .52 (2H . d . J=7 .3 Hz) . 2 .08 (IH . 7th . J=7 .0 H 
z) , 1 .70 (4H .s) , 1 .30 (6H , s) , 1 .24 (6H . s) . 0 .96 
(6H. d. J=6.6 Hz) 

Anal. Calcd for C25 H33 NO2 . C: 79.11%, H: 8.76%, N: 

3.69%; Found C: 79.10%. H: 8.81%. N: 3.65%. 
[0 10 0] P32: 4-[N-^V^yxx;l/-N-(5.6.7.8- 
xh^k:KD-5.5,8.8- -r h^;?<^;l/^:7^U>'-2- ^ 

)V) 7zy] sms^(DA028) (omit 

4-[N-(5.6.7.8--r h^t: Ka-5,5.8.8- -r h^7^;l/"^ 
7^U>.2- >r;l/) 757] $>tSSx^;l/xXx;l/ 

(vi-2) trnt-yiy^jv^mi^r. fi?y2oc>:^a^cs£oTD 
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A028 ^^^LtCo 

Colorless prisms (n-'N^^itV- &it)<^\yy) : mp 21 

5 r 

»H-NMR (400 MHz. CDCb) 7.87 (2H. dd, J=2.2, 9.2 H 
z) . 7.30 (IH. d. J=8.4Hz) . 7.11 (IH . d. J=2 .2 Hz) . 
6.94 (IH. dd. J=2.2. 8.4 Hz). 6.67 (2H . dd . J=2. 
2 . 9 .2 Hz) , 5 .33 (IH . t , J=5 .86 Hz) . 4 .29 (2H . d . 
>5 .49 Hz) . 1 .72 (3H . s) . 1 .70 (4H , s) . 1 .61 (3H . 
s) . 1 .30 (6H . s) . 1 .24 (6H . s) 
10 [0 10 1] ^IJ33: 4-[N-S/i7D7^;l/7^;l/-N-(5.6. 
7,8-xb^ll Kp-5.5.8,8- x h ^7^;l/'-^-7^? Uy-2 
-^;l/) 75/] $mSK(DA030) (Dmm 
4- [N- (5 .6 ,7 .8-x b ^ t: F D -5 .5 .8 .8- X h -5 
7^U>-2. 757] SmS®xf-;l/xXx;l/ 
(VI-2) i:^{l:^/^7n7^;i/^^;l/^ffli^T. mzQo^:^ 

JStcSeoTDA030 ^^f&LtCo 

Colorless needles (n- ^:^-^y. iSfk/^bV); mp 

232 *C 

'H-NMR (400 MHz. CDCb) 7.85 (2H . dd. J=2 .2 , 9.2 H 
20 z) , 7 .31 (IH . d . J=8 .4Hz) , 7 .07 (IH . d . J=2 .2 Hz) , 

6.89 (IH. dd. J= 2.2. 8.4 Hz), 6.60 (2H . dd. J=l , 
8 . 8 .8 Hz) . 3 .70 (2H . d . >7 .0 Hz) . 2 .74 (IH . 5th . 

J=7.7 Hz). 2.01 (2H. m) . 1.82 (2H. m) . 1.70 (4H. 
s), 1.66 (2H, m), 1.30 (6H. s) , 1.24(6H. s) 
Anal. Calcd for C26 H33 NO2 . C: 79.75%. H: 8.50%. N: 

3.58%; Found C: 79.82%. H: 8.53%. N: 3.61%. 

[0 10 2] ^J34: 4-[N-i/i7D-\+i/;l/;)<^;l/-N-(5, 
6 .7 .8--r h ^ H K D -5 .5 .8 .8- x F ^ ^ '^)Vi'y ^ U> 
-2- 757] $mSK(DA036) (OMtB. 

30 4-[N-(5.6,7.8-'rF7l::KD-5,5.8,8- x F ^ 

7^U>-2- ^;b) 757] $mSSx^;l/xXx;l/ 
(VI-2) tmty^u-\^iy)l^^)V:^m\^^Xs m2Q(D 

Colorless cubes (n- -^^^-y-y. &t:<=f-]yy) ; mp 23 
0-231 t; 

»H-NMR (400 MHz. CDCb) 7.86 (2H. d, J=9 .2 Hz) . 7, 
31 (IH. d. >8.4 Hz) .7.10 (IH . d, J=2.2 Hz). 6.92 
(IH. dd. J=2.2. 8.4 Hz). 6.65 (2H. dd. J=9.2 Hz). 
3.59 (2H. d. J=7.0 Hz). 1.75 (6H. m) , 1.70 (4H, 
40 s). 1.31 (6H, s).1.24 (6H. s) , 1.16 (3H. m) . 0.95 
{2H . m) 

Anal. Calcd for C28 H37 NO2 . C: 80.15%. H: 8.89%. N: 
3.34%; Found C: 79.86%. H: 8.89%. N: 3.33%. 
[0 10 3] ^J35: 4-[N-^y>^;l/-N-(5.6.7.8-TF^ 
Kp-5.5.8.8- r h "57f*;l/:^7:S? Uy-2. 7 
57] $m§S(DA040) (Omt 
4-(N-(5 .6 .7 .8-f-h 7 UKa -5 .5 .8 ,8- r'hy:^^}li' 
y^Vy-2- 75 7] ^mS®x^;l/XXx;l/ 

(VI-2) tmt^yiyjV^^\^^T. m2Q(0:^mc^ijtr:>Td 
50 A040 ^r^ricUfCo 




(21) 
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Colorless powder (n-^+1t>- ^ftJ^^^UV); mp 27 
2-273 "C 

»H-NMR (400 MHz. CDCI3) 7.84 (2H. dd. J=2.2. 9.2 H 
z). 7.32 (4H. d. J=4.8Hz). 7.30 (IH, d. J=7.3 Hz). 
7.23-7.25 (IH. m) . 7.21 (IH. d. J=2 .2 Hz) J .04 (1 
H . dd . J=2 .2 . 8 .4 Hz) . 6 .73 (2H . dd . J= 1 .8 . 9 .2 H 
z) . 5 .00 (2H .s) . 1 .69 (4H . s) . 1 .29 (6H . s) . 1 .22 
(6H . s) 

Anal. Calcd for C28 H31 NO2 . C: 81.32%. H: 7.56%. N: 
3.39%; Found C: 81.05%, H: 7.49%, N: 3.57%. 10 
[0 1 0 4] fi?ij36 : 4-[N-(4-;<^;l/-^>'>?;I/)-N-(5.6. 

7.8- r hvb FP'5.5.8.8- f'h'y ^^?]yi-y ^Uy^ 

2- ^;i/) T^y] $ms^(DA04i) (omm 

4-[N-(5,6.7,8-x h-^H Kp-5.5.8,8- h >^ jVi^ 
7>l/y-2- ^;l/) 7^y] $m#Mx^;l/XX-r;l/ 
(VI-2) tmt (4-P«^;l/--<>>?;l/) ^ffll>T. m20(O 
73J£tctiEoTDA041 5:^^Lfco 

Colorless powder (n-^^-^y- i^ffc^^^UV); mp 24 
6-248 V 

4I-NMR (400 MHz, CBCI3) 7.83 (2H . dd . J=2.2. 9.2 H 20 
z) . 7 .30 (IH . d . J=8 .4Hz) . 7 .21 (IH , d . J=2 .2 Hz) . 

7.20 (2H. d. J=6.6 Hz). 7.12 (2H . d. >8.1Hz), 7. 
03 (IH, dd. J=2.2. 8.4 Hz). 6.73 (2H , dd . J=2 .9 , 
9 .2 Hz) . 4 .96 (2H . s) , 2 ,32 (3H , s) . 1 .68 (4H . s) . 

1 .29 (6H . s) . 1 .22 (6H . s) 
Anal. Calcd for C29 H33 NO2 . C: 81.46%. H: 7.78%. N: 

3.28%; Found C: 81.28%. H: 7.82%. N: 3.44%. 

[0 10 5] m^l : 4-[N-(5.6.7.8--r h^t:KD-5.5. 
8.8- ■rh^P«^;b-f7^b>-2. ><;l/)-N-(4- hU7 
)V:tU)^^)\/^yi/)\/) 75/] $mS^(DA042) (OM 30 

4-[N-(5.6.7.8-x h^t: Fa -5 .5 .8 .8- "rh^^^^Jli- 

(VI-2) tmt (4-hU7;l/:tD>(^;l/-<>i;;l/) 
l/^T. 0!|2OO:^StCtAeoTDAO42 ^^^Lfco 
Colorless powder (n-'^^'^y) ; mp 209-210 °C 
'H-NMR (400 MHz. CDCI3) 7.86 (2H . dd . >2.2. 9.2 H 
z). 7.58 (2H. d, J=8.1Hz). 7.44 (2H. d. J=8.4 Hz). 

7.32 (IH. d. J=8.4 Hz). 7.19 (IH. d. J=2.2Hz). 7. 
02 (IH. dd, J=2.2. 8.4 Hz). 6.70 (2H . d. J=8.8 H 40 
z) . 5 .04 (2H . s) . 1 .69 (4H . s) . 1 .29 (6H . s) . 1 .22 

(6H. s) 

Anal. Calcd for C29H30NO2F3. C: 72.33%. H: 6.28%. 
N: 2.91%; Found C: 72.15%. H: 6.41%. N: 2.94%. 
[0 1 0 6] ^J38 : 4-[N-(4-Xh + i/-2,3,5.6- x 
7;l':i-P^yS/;l/)-N.(5.6.7,8- xh-^ll KD-5.5.8.8 
- x^^^^;!/:^7^^^>-2. ><;l/) 75/] gJllSK 
(DA045) O^ig 

4-[N-(5.6.7.8-7"h"^b Fa-5.5.8.8- 7^F-5^^;l/:^ 
y^uy-2' ^;l/) 75/] ^mSSx^yUxx-r;!/ so 
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(VI-2) tmt (^>'^7;l/:tn^ys^;U) ^ffll^T. 
fi?ij20aD:&?SiCfitoTDA045 ^^^Lfco 
Colorless powder (n-^^V'y- ^ity^^Uy) ; mp 22 
7-229 V 

^H-NMR (400 MHz. CDCh) 7.90 (2H . dd . J=1.8. 8.8 H 
z) . 7 .26 (IH . d . J=8 .4Hz) , 6 .98 (IH . .d , J=2 .2 Hz) . 

6.87 (IH. dd. J=2.2. 8.4 Hz). 6.75 (2H . dd . J=l . 
8 . 8 .8 Hz) . 4 .92 (2H , s) . 4 .22 (q . J=7 .0 Hz) . 1 .66 

(4H . s) . 1 .36 (3H . t . J=7 .0 Hz) . 1 .25 (6H , s) . 1 . 
16 (6H. s) 

Anal. Calcd for Cso H31 F4NO3 . C: 68.04%. H: 5.90%. 
N: 2.65%; Found C: 67.78%. H: 5.89%, N: 2.61%. 
[0 10 7] (5»j39:4-[N-(2-tr7xx;M^;l/)-N-(5. 
6.7.8- f-h^t: Fd-5 .5.8.8- x h ^;l/:h7^ U 
y-2- 75/] SB#^(DA046) OSig 

4-[N-(5.6.7.8-xh-5b Fn-5.5.8.8- x^^/^;l/:^ 
7^1^y-2- ^;l/) 75/] $mS^x^;l/xXx;l/ 
(VI-2) i:ft{ttf7xx;l//^;I/:&fflv>T. 0y2OO7^ffi 
^ctj!foTDA046 ^^fS.LrCo 

Colorless prisms (n-^^-^y- i^ft/^UV); mp 23 
7-239 X 

iH-NMR (400 MHz. CDCh) 7.80(2H. d, J=8.8 Hz). 7.7 
9-7.48 (IH. m). 7.35-7.44 (4H . m) . 7.23-7.31 (6H . 
m) . 7.15 (IH , d . J=2 .6 Hz) . 6 .98 (IH , dd . J=2 .2 , 
8 .8 Hz) . 6 .64 (2H . d . J=9 .2 Hz) . 4 .87 (2H . s) . 1.6 
8 (4H. s) . 1.28 (6H. s) . 1.19 {6fl. s) 
Anal. Calcd for C34 H35 NO2 . C : 83.40%, H: 7.21%. N: 

2.86%; Found C: 83.11%. H: 7.50%, N: 2.75%. 

[0 10 8] C^!]40: 4-[N-(2--f 7^;l//^;b)-N-(5.6. 
7.8- -f hvt: FP-5.5.8.8- x F5;>«^;l/:f 7^? UV- 
2- ^;b) 75/] $fM(DA048) 
4-[N-(5.6.7.8--r h^t: FP-5.5.8.8- xh^^^;b^ 
7^U>'-2- ^;l/) 75/] Sm§®x^;l/xX'r;l/ 
(VI-2) tmt-2- ■f7^;l/;?<f-;l/5:ffll^T. m2Q(Oy5 

Colorless powder (n-^+IJ-V- i^ft/^U^) ; mp 23 
3 X 

»H-NMR (400 MHz. CDCI3) 7.84 (2H. dd. J=2.2. 9.2 H 
z). 7.78 (4H. m). 7.44(3H. m) . 7.31 (IH. d. J=8.4 
Hz). 7.27 (IH. d. J=2.6 Hz). 7.09 (IH , dd .J=2 .2 , 
8.4 Hz). 6.79 (2H. dd . J=2.2. 9.2 Hz). 5.15 (2H . 
s). 1.68 (4H. s). 1.28 (6H. s) . 1.22 (6H . s) 
Anal. Calcd for C32 H33 NO2 . C: 82.90%. H: 7.18%. N: 

3.02%; Found C: 82.66%, H: 7.48%. N: 2.73%. 

[0 10 9] ^J41 : 4-[N-7-b^;l/-N-(5.6.7.8-xh^ 
H FP-5.5.8.8- Tl-'5^f-;l/-t7^U>'-2- )l) 7 

5/] smsKCDAosi) (omm 

4-[N-(5 .6 .7 .8--r h5 Fp -5 .5 .8 .8- T* F 
7^fU>-2- -r;l/) 75/] $B§i[x^;l/XX'r;l/ 
(VI-2) 605 mg5:^7]<h;l/xy (15 mOtCjgA^L. mt 
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j-t^ji (1 rai) m\ixrT)idyTr^-mM^Lrco 

^avh^*^7^-{n- ^^ity :BlFSx^;l/=io : l) 

Colorless cubes (n-^^^IJ-y) ; mp 102 

^H-NMR (400 MHz. CDCh) 8.00 (2H . d, J=8.4 Hz). 7. 

33 (2H . dd . J=l ,8 . 8 .8Hz) . 7 .31 (IH . d . J= 8 .8 H 

z). 7.15 (IH. d. J=2.6 Hz). 6.95 (IH, dd. J=2 .2 . 

8 .4 Hz) . 4 .36 (2H . q . >7 .0 Hz) . 2 .05 (3H . s) . 1.6 

9 (4H. s). 1.37 (3H. t. J=7 .0 Hz). 1.28 (6H. s) . io 

1 .24 (6H . s) 

Anal. Ca led for C25 Hai NO3 . C: 76.30%. H: 7.94%, N: 
3.56%; Found C: 76.26%. H: 7.93%. N: 3.51%. 
[0 110] ±fHxXx;l/{* (404 mg) ^X.^y-)V 

(10 ml)JC?§A^L> 5% NaOH 7kl($i& (0.9 ml) ^hUXX 

m^r^-mmnLrco mm^mzsiu mmcyk (o. 

5 ml)j3<ttfigiS^ (5 ml) ^tU^. VHHLTcm^B^m 
KLTS^U afe^S 342 mg (91 %)i:LTDA051 ^ 

Colorless powder (n-^^V'y) ; mp 222 20 
iR-NMR (400 MHz. CDCb) 8.04 (2H . d . J=8.4 Hz). 7. 
36 (2H. dd. J=2.2. 8.8Hz). 7.33 (IH . d, J=8.1 Hz). 
7.16 (IH. d. J=2.2 Hz) . 6.96 (IH . dd . J=2 .6 . 8.4 
Hz) . 2 .06 (3H . s) . 1 .70 (4H . s) . 1 .29 (6H . s) . 1 .2 
5 (6H , s) 

Anal. Calcd for C23 H27 NO3 . C: 75.59%. H: 7.45%, N: 
3.83%; Found C: 75.29%. H: 7.54%. N: 3.65%. 
[0 1 1 1] ^J42: 4-[N---<>y^;l/-N-(5.6.7.8--r h 

Fa -5 .5 .8 ,8- 'rh^?^f')\/i-7^Uy-2' 
757) $.tS^(DA055) (DSig 30 
4-[N-(5.6.7.8-xh^li Fn-5.5.8.8- xF^^^^b-f 

(vi-2) 104 mg^Myk^y^fy (5 mi) icmii'L. ^y 

y^;l/^D^><K (1 ml) t5J:Q'tfy>?> (1 ml) :&StI 

tt. ^{b^f-uyTfflmbfco ^mm^ i (3o m 
i)Tai\ Mymmi-h^joi^visiykLr. 

(n-^+-9*>:KKx^;l/=20: 1 ) tci^} 
mmLT. Sfeffl^gH^a 130 mg (96.5%) ^mtco 40 
Colorless powder (n-^+lty- igft^^ U>) ; rap 14 
9 r 

»H-NMR (400 MHz. CDCh) 7.97 (2H. d. J=8.4 Hz). 7. 
41 (2H. d. J=8.4 Hz) .7.18-7.30 (6H. m) . 6.91 (IH. 
d . J=2 .2 Hz) , 6 .84 (IH . dd . J=2 .6 . 8.4 Hz) .4 .36 (2 
H. q. J=7.0 Hz). 1.61 (4H . s) . 1.38 (3H . t. J=6.96 

Hz) . 1 .23 (6H . s) . 1 .02 (6H . s) 
Anal. Calcd for C30 H33 NO3 . C: 79.09%. H: 7.30%. N: 

3.08%; Found C: 78.94%. H: 7.29%, N: 3.08%. 

[0 1 12] ±fExXx;l/* (79 mg)5:x^y-;l/ (4 so 
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ml) ^C^*^L. 5% NaOH 7)<rgfg (1ml) ^iD^TSST 

smrsmwLrco sfS^^i n mcmmt^^^uy 
TttmLfco ^mm^mymmi-hv^LxmykLs m 

S8S*LTDA055 5: 77 mg (Sfifi^) ?#}feo 

Colorless cotton (n-^^+^y- iSfb>^^b>); mp 22 

8-229.5 

»H-NMR (400 MHz. CDCb) 8.03 (2H, dd . J=1.8. 8.8 H 
z) . 7.42 (2H. dd. J=l .5 Hz. 8.4 Hz) . 7.19-7.30 (6 
H. m). 6.91 (IH. d. J=2.6 Hz). 6.85 (IH . dd.>2.6 
Hz. 8.4 Hz). 1.61 (4H. s) . 1.23 (6H. s) . 1.02 (6H. 
s) 

Anal. Calcd for C28 H29 NO3 . C: 78.66%. H: 6.84%. N: 
3.28%; Found C: 78.77%. H: 6.95%. N: 3.19%. 
[0 113] ^J43 : 4-[N-(4-;^;l/.1-:4^i>^W^;U)-N- 
(5.6.7.8- x F^bi Ka-5,5,8.8- h'y :<^)li-y ^ 
Uy-2- ^;l/) 7Sy] SS«^(DA058) (omiB. 
4-[N-(5.6,7.8- xh-5llKP-5.5.8.8- Th^^^^Jl 

i-y^uy-i- 75/] $mSKx^;i.x7.x;i/ 

(VI-2) 153.0 mg^Myk^y^iy (5 mi) K^t^L. x 

U7^;l/^^y;^5F-;l/xxx;I/^p^^ K (2io mg) 

xxf\£Vi^y2m^i!Q^rimLrco mm^^. 
n^i N mm (30 mi)xm\ mykm^-rhv^Lxm 

A^Ai7Dx'h^*^7^- (n--^4^ity : KSEx^;I/= 

\o:i)izi:^mmLXs &mm^B^ 191 mg(^mm) 

Colorless powder (n-'^^'^y) ; mp 135 ""C 
»H-NMR (400 MHz. CDCh) 7.98 (2H . d. J=8.4 Hz) . 7. 
88 (2H. d. J=8.4 Hz) .7.48 (2H. d. J=8.4 Hz) . 7.24 
(2H. d. J=8.4 Hz). 7.21 (IH. d. J=8.4 Hz) .6 .92 (1 
H. s) . 6.84 (IH. dd, J=2.2. 8.4 Hz) , 4.36 (2H . q . 
J=7.3 Hz). 3.89(3H, s) , 1.61 (4H. s) . 1.38 (3H. t. 

J=7.0 Hz). 1.23 (6H, s) . 1.03 (6H.s) 
Anal. Calcd for C32 H35 NOs . C: 74.83%. H: 6.87%. N: 

2.73%; Found C: 74.75%, H: 7.00%. N: 2.44%. 

[0 114] ±IBxx-f;b{* (86.3 mg)5:x^/-;l/ 
(50 ml)^C}g3b^L. 5% NaOH 7jc}§?S (2 ml) ^tU^mM 

xmrsmnLtzo sfsjs^i n sK^c^tt^ft^i^u 

"yj^XWkL. mm^t:LX&^m^B 78.2 mg (98.8%) 
t LX DA0585:t#fco 

Colorless powder (n-^+itV) ; mp >300 X 
•H-NMR (400 MHz. CDCb) 7.90 (2H. d. J=8.4 Hz). 7. 
78 (2H.'d. J=8.4 Hz) .7 .50 (2H . d. J=8.1 Hz), 7.43 
(IH. s). 7.35 (2H. d, J=8.4 Hz).. 7.29 (IH.d. J=8.4 
Hz), 6.92 (IH. d. J=8.4 Hz). 1.56 (4H. s) , 1.18 
(6fl . s) . 1 .02 (6H . s) 

[0 115] ^J44 : 4-[N- xf-;l/-N-(5.6.7.8-xb^li 
Kn.3.5.5.8.8- ^>^><^;l/-f 7^? U>-2- -f;l/) 7 
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KP-1 .1.4.4.6- > ^ 5^;U-t 7 ^ 
(VIM. 21.888g)^BtSE (80 IDl)^C^gA^L. 

m^iks Siss^7j< (200 ml) tcstt. ^ffmbfciSp^B^ii 

;l/A>eif*Sr0LT7-::ihD-1.2.3.4- xh^k: Fd-1. 
1.4,4.6- ^y^^^;l/:f7:5?Uy(VII-2) 14.59 g (5 io 
4.5%) ^^mB^mtLZmtco 
»H-NMR (400 MHz. CDCb) 7.96 (IH. s) . 7.21 (IH. 
s) . 2 .56 (3H . s) . 1 .72 (4H . s) . 1 .30 (6H . s) . 1 .29 
(6H . s) . 

[0 116] ±l2-hD(* (VII-2) 14.59 g^&g^^x^ 
;l/ (200 ml) t5cttfX:J?y-;l/ (100 ml) tCr^A^L. 10 

% Pd/c (1.74 g) ^tu^xmt&mji^n'Drco Kis?g^ 

>:B?Kxf-;l/=25: l)tcj:!9ffiiabT. 7-75/-1, 20 

2.3.4- -rh^uFD-i. 1.4,4.6- ^y^y^f-fi-ry^ 

U>(VII-3) 12.14 g (94.6%) ^MfifeUgB^i: LT^# 

^H'NMR (400 MHz. CDCb) 6.98 (IH . s) . 6.63 (IH . 
s) . 3.61 (2H. br s) , 2.14 (3H . s) . 1 .64 (4H. s) . 
1.24 (12H. s). 

[0 117] J:ia75/i* (VII-3) 1.085 g. 4-3- K 
SSS^X^;l/ (1 .676 g)&C5tert-Bu0Na (616 mg) ^ 

»7jch;l/x> (20 mi)tc}g(5?U 7;brf>«^TT*hU 
X (i/^yi/Vy'yT^hy) i^^^^^i^^Kio) (101.5 30 

nig). (R)-BmAP (163.8 nig)^iP^TSg1tL/Co 3 mfS 
^ik. SiS?S^gS^T*^p-^L. 7j<100 mUCfettTX-x 

mmLtcik. ^m^y'7yy=Liy^)ti^)\^ii'yK^u^ 

(n-'N4^'9->:g^Sx^;l/=10: l)tci:0 
ISi^LT. 4-[N-(5.6,7.8--r KD-3.5.5.8.8- ^ 

>^^^7l/':^7:5?b>-2- -r;l/) 7^7] ^SS^x^ 
;bXXx;l/ (VII-4)^1.095 g (60%) ntCo 
Colorless needles (n- ^4^tl-y) ; mp 173-175 X 
^H-NMR (400 MHz. CDCb) 7.89 (2H. dd . J=l .83 Hz. 40 
8.8 Hz) . 7.21 (IH. s) .7.16 (IH. s) . 6.77 (2H . dd. 
J=1.8 Hz, 8.8 Hz). 4.33 (2H . q. J=7.0 Hz). 2.19 (3 
H . s) . 1 .68 (4fl . s) . 1 .37 (3H . t . J=7 .0 Hz) , 1 .29 
(6H . s) . 1 .24 (6H . s) 

Anal. Calcd for C24 H31 NO2 . C: 78.86%. H: 8.55%, N: 
3.83%; Found C: 79.05%. H: 8.80%. N: 3.58%. 
[0 118] imr^JW (VII-4. 92 mg) ^DMF (2 m 
l)tC}g*^U DMF (2 ml ) tC^^^ -ariTcNaH (61.5 mg) 
^{jPX./Co ^0^^3'^{bx^;^ (1 ml) :^tW7L. ^ST* 

ffii$Lfco TLc x^mmm^^mmLtcik. sfsa^zk so 
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(30 mD^cfettm^^uyTfflttjLfco -^Wm^WM 
^^^^y^l^X^WK mmk. y'yviyD.y^)fi>f)\^ti 
^Li^a^h^fyy^- (n-^4^^ty : K^x^7l/=2 
0: \)lCTmmU 4-[N-x^;b.N-(5.6.7.8.xh'5t:F 
0-3.5.5.8.8- ^y^^^)ii'y^uy-2- 75 

/] $SS®X^7UxX-r7L/ 98 mg (99%)^Jffco 
Colorlrss powder (n-^^^y) ; mp 94**C 
>H-NMR (400 MHz. CDCb) 7.83 (2H. d. >8.8 Hz) . 7. 
20 (IH, s) . 7.00 (IH.s) . 6.43 (2H. d. J=9.2 Hz) . 
4 .30 (2H . q , J=7 .3 Hz) . 3 .66 (2H . d . >6 .6 Hz) . 2 . 
03 (3H. s). 1.69 (4H. s) . 1.34 (3H. t. J=7.0 Hz). 
1.31 (6H. s). 1.25 (3H. t. J=7.3 Hz). 1.23 (6H . s) 
Anal. Calcd for C26 H35 NO2 . C: 79.34%. H: 8.96%. N: 

3.56%: Found C: 79.12%. H: 8.93%. N: 3.57%. 

[0 1 19] ±IBxXx;bf* (83 mg)^X^y-;l/ (4 
ml) tC}g*>L. 20% KOH 1 ml ^iU^Xm^L 

tco mnm^ik. si£?s*i n mm (40 m 

7j<b. ?g{i^SSLTDA112 ^77 mg(^MW) mtco 
Colorless powder (n-^+t^^- i^ftP^^UV) ; rap 26 

6 x: 

^H-NMR (400 MHz. CDCb) 7.87 (2H. d. J=9.2 Hz). 7. 
20 (IH. s). 7.00 (IH.s). 6.45 (2H . d. J=8.8 Hz). 
3.67 (2H. br). 2.04 (IH . s) . 1.69 (4H. s) . 1.31 (6 
H. s) . 1.26 (3H. t. J=7.0 Hz) . 1.23 (6H. s) 
Anal Calcd for C24 Hsi NO2 . C: 78.86%. H: 8.55%. N: 
3.83%; Found C: 78.56%, H: 8.71%. N: 3.82%. 
[0 12 0] M45 : 4-[N-n-yDl:f;l/-N-(5.6.7.8-f-F 
7tiKD-3.5.5.8.8- ^>^;^^;l/:f7^b>-2- ^ 
7l/) 75/1 $m»®(DA113) (om^t 
it^^ VII-4t3^fl:n->^nt;;l/5:ffli/^T> {!»j44£07ar?S 
tcSfoTDA113 ^^^Lfco 
Colorless powder (n-^+lj-y) ; mp 245 
>H-NMR (400 MHz. CDCb) 7.86 (2H. d. J=9.2 Hz). 7. 
20 (IH. s) . 7.00 (IH.s) . 6.42 (2H. d. J=8.8 Hz) . 
3.52 (2H, br s) . 2.02 (3H . s) . 1.72 (2H..hep. J=7. 

7 Hz) . 1 .69 (4H . s) , 1 .31 (6H . s) . 1 .23 (6H , s) . 
0.95 (3H. t. J=7.7 Hz) 

Anal. Calcd for C25 H33 NO2 . C: 79.11%. H: 8.76%. N: 
3.69%; Found C: 79.17%. H: 8.89%. N: 3.64%. 
[0 12 1] <?IJ46: 4-[N-Vyynbr;l/;^^;l/-N-(5.6. 
7.8--r h-^b Ka-3.5.5.8.8- ^y:J?p«^;l/':^7^ U> 
-2- ^;l/) 75/] $mS^(DA122) (owm 
fl:^1^VII-4 (299 mg)Rtfgg^;^U»>A (499 mg) ^3 
»^ft:^y7"alf;Wc^A^U i^S*»150 XXlQfSflum 

7kLTii*gbfco mibtirznM^y'7yi/D.:f3'7h^a 
vb>7^7w'-(n- :Bg|xf-;l/=20: 1 ) T- 

mmLzm&mmmn 7 mg in)mrco 

^H-NMR (400 MHz. CDCb) 7.82 (2H. d. J=9.2 Hz). 7. 
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18 (IH , s) . 6 .91 (IH .s) . 6 .41 (2H . d . J=8 .8 Hz) . 
4.34 (IH. hept. J=7.0 Hz). 4.29 (2H . q. >7.3 Hz) . 

2.01 (3H. s). 1.69 (4H. s) . 1.33 {3H . t. J=7.3 H 
z) . 1 .30 (6H . s) .1 .22 (6H . s) . 1.15 (6H . s) . 

[0 12 2] ±iexXx;l/ft (12 nig)^X^/-;l/ (3 
ml) icmt^U 20% KOH O.Sml ^tU^TM^L 

tco mnm^^k. sj£?s^i N (20 m\)ic&if. ^ 
7j<u ^gj«^a£LTDAl22^^#fco 

Colorless cubes(n-'^4^-9->- i^lb^^f-UV) ; mp 257 lo 
"C 

»H-NMR (400 MHz. CDCh) 7.85 (2H . d . J=9.2 Hz) . 7. 

19 (IH. s). 6.91 (IH.s). 6.43 (2H. d. >9.2 Hz). 
4.36 (IH. pent, J=7.0 Hz), 2.01 (3H . s) . 1.69 (4H. 

s) , 1 .31 (6H . s) . 1 .23 (6H . s) . 1 .16 (6H . brs) . 
[0 12 3] fi^j47 : 4-[N- S/^u^'d lf;Mf-;l'-N-(5 . 
6.7.8--r h-^H KP-3.5.5,8.8- :^'J-)\yi-y^U 
7Sy] $mS^(DA124) (Dm^t 

44<?D73atCfi^oTDA124 ^^^Ltc, 20 
Colorless plates (n-'^4=-"9">- Mty^'^'Uy) \ mp 21 

3 r 

^H-NMR (400 MHz. CDCh) 7.88 (2H , d. J=9.2 Hz) . 7. 

17 (IH. s). 6.50 (2H.d. J=8.8 Hz) .3 .50 (2H. brs). 
2.03 (3H. s). 1.69 (4H. s) , 1.30 (6H. s) . 1.24 (6 
H. s), 1.22 (IH. m). 0,51 (2H. ddd. >4.8. 5.5. 8. 
1 Hz) . 0.13 (2H.q. J=4.8 Hz) . 

[0 12 4] ^J48 : 4-[N- ^ V:/^;l/-N-(5 .6 .7 ,8--r K 

•51: Ku -3 .5 .5 .8 .8- ^y^^^jn-y^uy-z- 

^i^) 75/] $ms^(DAi25) (omm 30 
^<:^^eoTDAl25 ^^^ltco 

Colorless cotton {n-^^-^y- i^ib^^UV) ; mp 24 
5 t 

^H-NMR (400 MHz. CDCh) 7.85 (2H. d. J«9.2 Hz). 7. 

18 (IH. s). 7.07 (IH.s). 6.44 (2H . d . J=9 .2 Hz) .3 . 
40 (2H. brs), 1.67 (IH, hept. J=7.0 Hz). 1.98 (3H , 

s) . 1 .69 (4H . s) , 1 .31 (6H . s) . 1 .24 (6H . s) . 0 .9 
9 (6H. d. J=6.6Hz). 

[0 12 5] M49 : 4-[N-Xf-;l/-N-(3 .5-i/*-tert-7^ 4o 
;l/7x-;b) 75/] $mSS(DA212) (DM^ (X4^- 
A8) 

3.5- i^-tert-7^;l/7-i;> (VIII-l) 1.087 g . 4- 
3-K$SS^X^;l/(1817 g)St/tert-BuONa (667.5 
mg) ^^7jch;l/xy (20 mi)tc}g*^L. 7)lziymW¥ 
X*h07s (i/*-^ys;Uxy7-trh>) iy^i^iy^Lio) 

106 mg. (R)-BINAP (m mgi^mXXW^LfCo Z^fS 
R^MmU^V^&L. 7k (100 ml) tCfe^tTX 

— r;i/TftmLfcc ^Wis^m7mmi-hv^L.xm7k 
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DVhy57^-(n- : B^Kx^;l/=20 : l)tc 

<i:OmmU 4-[N-(3.5-S;-tert-7^;l/7xX;l/) 75 
yi^.tSKx^;l/xXf-yl/(VIII-2)^ 1.28 g (68%) 

Colorless needles (n-^+thy) ; op 123 t) 
»H-NMR (400 MHz, CDCh) 7.92 (2H . dd, >1.8. 8.8 H 
z). 7.14 (IH. t. J=i.8Hz). 7.03 (2H . d. >1 .5 Hz). 
6.96 (2H, dd. J=1.8, 8.8 Hz). 6.01 (IH. brs). 4.3 
3 (2H. q, J=7.3 Hz) . 1.37 (3H . t. J=7.0 Hz) . 1.32 
(18H. s) 

Anal. Calcd for C23 H31 NO2 . C: 78.14%. H: 8.84%. N: 
3.96%; Found C: 78.33%. H: 8.94%. N: 3.69%. 
[0 12 6] ±l275/ft (VIII-2) 101 mg^DMF (2 m 

l)tC}§*^L. DMF (2 ml ) tC@.?S?-ti'fcNaH 90 mg ^tU 

^fco ^Of^3'^7f[:x^;l/ (1 ml) ^jjU^^ 

Lfco TLc xmnm^^^mmLtcik. s^5fS^7j< (30 m 
i)tcfett^{i:^^u>T'»ffibfco mmm^mm-^if^ 

D-7hi^*57^- (n--\4^-9-y : W®x5^;l/=l0: l)tc 
TSSU 4-[N- x5^;l/.N-(3.5->^-tert.7'^;l/7xX 
;U) 75/] $mSgfx^;i/xXT;l/ (99%)5:i#/co 

Colorless powder (n-^4=-"9"y) ; mp 90 *C 

^H-NMR (400 MHz. CDCh) 7.83 (2H . dd. J=2.2. 9.2 H 

z) , 7 .31 (IH . t . J=l .8Hz) . 7 .02 (2H . d . J=l .5 Hz) . 

6.64 (2H. dd. J=2.2. 9.2 Hz). 4.31 (2H . q.J=7.0 H 
z) . 3.79 (2H. q. > 7.0 Hz) . 1.35 (3H. t. J=7.0 H 
z). 1.32 (18H.S). 1.26 (3H. t. J=7.0 Hz) 
Anal. Calcd for C25 H35 NOz . C: 78.69%. H: 9.25%. N: 

3.67%; Found C: 78.77%. H: 9.09%. N: 3.69%. 

[0 1 2 73 ±IExX-r;l/{* (89 mg)5:x^?y-;l/ (4 
ml) 20% KOH 7j<rgS (1ml) ^iPX.TagfEL 

fco W:m^^\k. SiSJg^l N (30 mD^Cfett. 

7k JgJK^Si LT DA212?:80 mg (97%) fffco 
Colorless prisms (n-^+-9->- WC:^^\yy) ; mp 22 
5 X. 

^H-NMR (400 MHz. CDCh) 7.88 (2H . dd . J=2.2. 9.2 H 
z) . 7 .33 (IH . t . J=l .8Hz) , 7 .02 (2H . d . J=l .8 Hz) . 

6.63 (2H. dd. J=1.8. 8.8 Hz) . 3.80 {2H. q.J=7.0 H 
z). 1.32 (18H. s). 1.27 (3H. t. J=7 .0 Hz) 
Anal Calcd for C23 H31 NOz . C: 78.14%. H: 8.84%, N: 
3.96%; Found C; 78.20%. H: 8.91%, N: 3.92%. 

[0 12 8] 0!l5O:4-(N.n- :/d bT^b-N-0 .5-i^-tert- 
7^7l/7xx;l/) 75/1 $MS^x^;l/XXx7l/(DA2 
13) OSiS 

{k^1%IVIII-2i: 3 ^{\Lxi-^u t:;l/^:ffll/^T. gjj49tD:6'ffi 
tcSeoTDA213 *^fi!cbfCo 

Colorless prisms (n-^+-!t>- MkP<f"U>) ; mp 24 
7-248 X 

»H.NMR (400 MHz. CDCh) 7.87 (2H. dd. J=2.2. 9,2 H 




(25) 
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z) . 7.33 (in. t. J=l .8Hz) . 7.03 (2H . d. J=l .8 Hz) . 

6.61 (2H. dd. J=1.8. 9.2 Hz). 3.66 (2H . t.J=7.7 H 
z) . 1 .74 (2H . hex. J=7 .7 Hz) . 1 .32 (18 H . s) . 0 .95 

(3H. t. >7.7Hz) 
Anal. Calcd for C24 H33 NO2 . C: 78.43%. H: 9.05%. N: 

3.81%; Found C: 78.55%. H: 8.94%. N: 3.59%. 

[0 12 9] ^J51 : 4-[N- 7x^;l/ -N-[2.(5 ,6 .7 .8- 
T-h^H Kd-5.5.8.8- xh^>«5^;b':^7^;b)]75 
/] ^f.SSE(TA001) (Dmm 

4-[N-(5,6.7.8--r h-5t: KD-5.5.8.8- x h "5 10 

y^uy -2-Y;i/) 7^y] SSS^x^;i/xxx;i/ 

(VI-2) 107 mg. 3^it7jL:^)l OA ml Rtf tert-BuO 

Na 33.5 mg 5:^7j<h;Uxy 5 mUcjgA^U 7;Un'> 

A(0) 21 mg . BINAP O^ffilf) 43 mg^&in^. 80t 
Ttol^LfCo l^m^OWiks tert-BuONa 33 mg ^jSJjP 
bfco M^e 1 ^^^OWik. ^S$T'?t$L. 7K 30 mUC 

^■57^- (n.^4^tfy : B^^x^;l/= 40 : l)tci;C) 20 
mWkLT. 4.[N- 7xX7l/ .N-[2-(5.6.7.8-T'h^t:H 

D.5.5.8.8. xh^^f-;l/'^-7^;l/)]75/] 

X^;l/XXx;b 28 mg (y,22 %) ^^ffco 
^H-NMR (400 MHz, CDCI3) 7,84 (2H . dd , J=1.8. 8 .8 H 
z) . 7.29 (2H. t, J=7.3Hz) . 7.19 (IH. d. J=8.4 Hz) . 
7 .08-7 .16 (4H , m) . 6 .97 (2H . dd . J=l .8 . 8 .8 Hz) . 
6.82 (IH. dd. J=2.6. 8.4 Hz). 4.33 (2H, q. >7 .3 H 
z). 1.67 (4H. s), 1.36 (3H . t. J=7.3 Hz). 1.28 (6 
H. s) . 1.17 (6H. s) . 

CO 1 3 0] ±fBxX-r;l/f*: 23 mg^Ji^y-)\y 3 ml 30 

tC?g*^L. 20 % K0H7j<^?^5 0.5 ml^iP;^ 1 ^fSMl^L 
tco &mL^ IN ^^tCfett^fbP^f-UVT'ffltobfCo 

Sfe^S^B?: 21 mg f#fco ftetifcSSB^B^Stt 

TAOOl: colorless prism (n-^+1ty-tg{t:p<^U 
y) ;rap 239 °C 

^H-NMR (400 MHz, CDCI3) 7.88 (2H, dd. >1.8. 8.8 H 
z), 7.31 (2H. t. J=8.4Hz). 7.22 (IH. d. J=8.4 Hz). 

7.17 (2H. dd. J=l .5. 8.8 Hz) . 7.12 (IH. t.J=7.3 H 40 
z). 7.10 (IH. d. J=2.6 Hz). 6.97 (2H . dd . J=2 .2 . 
9 2 Hz) . 6 .84 (2H . dd . J=2 .6 , 8 .4 Hz) , 1 .68 (4H . 
s). 1.28 (6H, s), 1.18 (6H. s) . 

[0 13 1] ^52: 4-[N.N- lfX[2-(5.6.7.8-xh^ti 

FP-5.5.8.8- x h'5>«^;l/:^75^;l/)]75y] 

K(TA012) (DW^ 

mmnm^T. p-7^y$BSKx^;l/x:;;x;l/ (7.42 
g) . 2-:/D^-5.6.7.8- -rh^HKn-S.S.S.B- 

^^$^;I/:^7^'^y (10 g) > j^s*U'i7A (10.4 g) 

it-^^^^ffiTOD IX 10-9 M i 
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. mtm (0.5 g). Xhn-s>-tf> (5 ml) Ojg^^S) 

;^*^22o xx^^mmnLfco siSig^i^^?^inLfc 

X'-'r;l/^liaxT53iLfco X— r;Uffi5:7|<iftL. 

hy-57^-(n-^:^^ty : K^x^;l/= 1:5) \CX 
OffiSbT. fl:^^^VI-2 (3.5 g)i:4-[N.N- tfX[2-(5. 

6.7.8-xh'^ii Kn-5,5.8,8- r h^>i^;l/:^7^;U)] 
7^y] $E«g[x^;l/xXx;b (3.1 g)?:t#fco 
ext*^ : ^H-NMR (400 MHz. CDCh) 7.82 (2H. d. J=9 H 
z). 7.19 (2H. d. J=8 Hz). 7.08 (2H. d. J=2 Hz), 6. 
94 (2H. d. J=9 Hz) . 6.84 (2n . dd . >8. 2 Hz) . 4.32 

(2H. q). 1.67 (8H. s). 1.35 (3H , t) . 1.27 (12H. 
s) . 1.17 (12H. s) . 

[0 13 2] 4-[N.N-lfX[2-(5.6.7.8-xh^t: Kp-5. 
5.8.8- ■Th^;?if-;l/-t7f-;l/)]7^y] $>tS^x^ 
;l/XXx7l^ (3 g)COX^/-;l/ (20 ml)rg?iStC7j<^ft:-f 

hU»i7A (0.67 g) <D7mWi (3 ml) ^iPX.. 50'C1?3 

Sax.. 0 *ttz:?$9L:&*^?)^®7]<rg?S^ijnx.T^'fiJL 

fco g^^^^stKx^;i/TttmL. ?#e)nfcss^A^ 

A^DVhy-77>f-( Btg?x^;l/) TUSSLT. TAOl 
2 (1 .5 g) ^iffeo 

»H-NMR (400 MHz. CDCI3) 7.87 (2H . d. >9 Hz) . 7.21 

(2H. d. J=8 Hz) . 7.10(2H, d. J=2 Hz) , 6.93 (2H . 
d , J=9 Hz) , 6 .86 (2H . dd . J=8 . 2 Hz) , 1 .67 (8H . 
s). 1.27 (12H. s). 1.18 (12H, s) . 

[0 13 3] umm : HL-60 wmKis\^^^wm^{mm 

-r>^gb.<ttAm80 [4-[(5.6.7.8-'r h^t Fn-5.5. 
8.8- xh-5p«^;b-2- *:^7^l^x;l/) ;^;W^-t^;b] 
SmSK^fflV^fco mfM\ -76440^i>®tC|B«^nfc 
^ffitc^CT. M#lii^14eito^lfflBS«feHL-60 

tea. ^{b^ti#a^DSgft#M^^{b^»fig> IX 

10-9 MOU^y-Y>K(RA)XttAm80O5>{bKS|ggtC«'r 

^jiaft#w^[is^^t. g2tca 1X10-^0 M AfflBo ^D• 
g3ti:ti. ^{t^mmi<Dm&m^^{mmmx} \ 
xio'»o M Am8o <o%{tmm^^^n^^m^^ntm^^ 

(%) aNBT il7CHg*^6»tiibfctOTfe?). iifittW^ 

[0134] 
[gl] 

30 IX 10-9 M RA 




(26) 
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771L 








BBS 








(%) 






(%) 






I 
















-8 


"1 


-6 




-8 


-7 


-6 


DMOIO 


1 


0 




66 


76 


89 




DM012 


0 


1 


1 


66 


73 


85 


94 


Dlil030 


1 


1 


4 


66 


68 


94 


90 


DM032 


1 


1 


17 


66 


58 


90 


88 




I^BfWl 0-3 3 86 58 
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fflfla^fij^ (%) 

*L -8 -7 



14 


26 


66 


14 


57 


69 


14 


58 


73 


14 







[0 13 5] 



[S2] 

IXlO-'o M Am80 h^^hfzM-^oy 



5:L -10 -9 -8 



DM021 


4.5 




6 


12 


43 


83 


DM030 


15.5 


38 


41 


43 


81 


90 


DM031 


4.5 


8 


14 


41 


81 


86 


DM032 


15.5 


36 


39 


46 


81 


87 



[0 1 3 63 [g3] 

{t-^W&X'(Oi^{tm 1 X lO-"" M- Am80 t Lfcl^ 

WLfefflBaofj^ (%) %{cmm\.fzmmm\^ (%> 

{t-^ mm mm. 

-9 -8 -7-6 tiX^ -10 -9 -8 -7 



DAOlO 


1 .7 


2 


.7 


3.2 


61 


12 




34 


38 


46 


89 


DAOll 


2.4 


3 


.6 


5 


81 


12 




43 


49 


85 


91 


DA012 




1 


.3 


6.7 


15.2 


4.5 


10 


21 


80 


89 




DA013 




1 




4 


3.3 


4.5 


18 


28 


87 


90 




DA014 




2 


.1 


4.5 


3.2 


14 




36 


69 


92 


57 


DA015 




2 


.3 


2.6 


2.3 


14 




28 


50 


65 


47 


DA021 




3 


.4 


2.5 


8.2 


4.5 


8.1 


9.6 


42 


90 




DA022 




2 


.8 


3.8 


5.5 


5.5 


42 


55 


89 






DA023 




2 




3.9 


6.8 


5.5 


39 


67 


95 






DA024 




4 


.3 


8.3 


6-6 


5.5 


24 


48 


87 






DA030 




0 


.9 


2.7 


1.6 


4 


12 


55 


87 


86 


47 


DA051 




2 


.5 


3.3 


3 


14 




31 


32 


46 


74 


DA112 




3 


.5 


5 


4 


5.5 


40 


71 


90 






DAI 13 




2 


.1 


2.2 


4.3 


5.5 


37 


80 


94 






DA212 




1 


.5 


1 .8 


2.5 


4.5 


4.8 


8.5 


8 


45 


66 


DA213 




1 


.3 


0.6 


0.9 


4.5 


8 


17 


74 


88 


66 



[0 13 7] umm ■■ nm^^rx/i/v^zxfc^^-rsiiii iamimLU =t<DM^m^m^\.tc. iA^t, ^p<dv 

4-5 y^lS©SIS^5:iiSLfcKKv>>;^©M^Mi;D so L (-gf. E3E) , SSJ'KjH^o .01~0 .03% ^tfi^K: 
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am 455±10 

DAOll 0.03 383±38 

DA051 0.03 462±38 

DM010 0.03 431 ±14 

DM011 0.03 396±44 

DM030 0.03 416±17 

DM031 0 .03 326±30 

am 452±38 

DA012 0.01 282±47 

DA012 0.03 352+61 

DA013 0,01 426±53 

DA013 0.03 430±25 

am 374±51 

DA012 0.03 255±26 
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Co 1 38] 
C^4] 



15.9 
-1.4 

5.4 
13.1 

8.7 
28.3 



37.6 
22.2 
5.9 
4.9 



31.7 



mm^(D'^m(%) mm mm) 



(51)Int.CL6 mWm^ FI 

A 6 1 K 31/245 A G A A 6 1 K 31/245 A G A 

31/40 31/40 

31/41 31/41 

31/415 31/415 

31/445 31/445 

31/495 31/495 

31/535 31/535 

C 0 7 C 65/01 C 0 7 C 65/01 

65/17 65/17 

65/21 65/21 E 

65/24 65/24 

65/26 65/26 

69/76 69/76 A 

69/92 69/92 

69/94 69/94 

229/60 229/60 




0-3 38 6 58 



C 0 7 D 233/60 
249/08 
257/04 
295/08 
295/14 



1 0 4 
5 1 4 



C 0 7 D 233/60 
249/08 
257/04 
295/08 
295/14 



1 0 4 
5 1 4 

Z 
Z 
Z 
A 

(72)%W# (fOj 

^5milllirtil^lTB3#Jft2 'S^^^ 

(72)I|B^# 

•1^ 



